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Alzheimer's disease, alcoholic or drug withdrawal, etc. 



(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (1) and pharmaceutical^' acceptable salts 
thereof; a process for producing the same; and drugs containing the same 
as the active ingredient: (J) wherein W, X and Y represent each carbon 
or nitrogen: U and Z represent each CR 2 , NR 13 , nitrogen, oxygen, sulfur, 
etc.; the ring A represents a carbon ring or a heterocycle; R 1 represents 
alkyl, alkenyl, alkynyl, NR 4 R*. OR 6 , etc.; and R 3 represents a carbon 
ring or a heterocycle. Because of having a corticotropin release factor 
receptor antagonism, the compounds represented by the general formula 
(I) are useful in preventing and/or treating depression, anxiety, eating 
disorder, post-traumatic stress, digestive ulcer, irritable bowel syndrome, 
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h d t°^{±i|ilT- (Corticotropin Releasing Factor : C R F) tt % 1981 

cRFfim^T$u^p>^tti$tL N mTmwfrbmmBiw-fc^y (act 
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C R F <D$m£. £ oTM $ tltz A C T H » % Mff^ft tf> h<O^JVf- 

' . ' ■ t 

t 

t<D%i&fthZ> [Science, 226, 1342-1343 (1984); Neuroscience and Behavioral 
Reviews, 22, 635-651, (1998) ; J. Endocrinol., JL6.Q., 1-12 (1999)] c 

io %^ ^fibp,mz.h. crf tm*<D&&(Dmmm&£tix^z> 0 m • 

X-fcfx ft^ftflf. [Science, 222, 1561-1564 (1996)] s &Se [Endocrinology, 122, 
5747-5750 (1996)] N T&Wtf&Bkm&im [Am. J. Physiol. 252, G582-G586 (1987)] „ 
M^#[PsychopharmacologyH2, 184-190 (1998) ] N t tclZ&jk [SocNeurosci 
Abstr(Nov 4-9, New Orleans), 807.5 (2000)] 
15 — CRFtt^ F^tt^< g!lfeoTV^5 0 flxtf, CRFWII 

btl%> [Nature, 222, 331 (1982)] c 
Z.i%h<D^ tit) CR FO^Wg|«#i|^,| N 
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25 tsd), m ^#t«^s («gf 
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ffimmM^s x Yvxmm&ftm$ffl, ^y^^mmm^ *vy* 
nm&wa.'xh v'^nttrM, ^wu&xhis-Xs immmv^^, m 

*yy<ym, »fft «\ mm.®, x^** ;<-*yyym, ^ 
^momBm^m^xxf/^tzm^m^^xh^t^^bti^, 

(1) WO97/29109 -^MfffClte, — J^SS (A) 

R 1A 

y^N^R 2A 

15 Ar* 

R 1A teNR 4A R 5 \ |fc|j:OR 5A T*fc!), 

f*Xh V , 

20 R 4A teH, T^3vK ^^t)L<l^ (V^n7/^) 7<fvK p 
R^teT/l^/K ^y-tKttv' ('>^7^/V) Ar 1A -C 
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R 3B 



^J*\ N 
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15 Z B «N^7t«CR 2B "efe«9, 

~5{i<£>R 4B -e«$$;frTVM:t>=fc< N 

R B ttH x 7/i^/K T)Vr— T/i^-zK ^n7^/v, ^p7;v 
20 ^7/t^/K ->7A ^nr/^^SbU 

R 1B (iH N 7/V^/K 7/^^/K 7/^^r-/K ^P^fJK^ S'TA ^ 

R 2B fiH, 7/>3r/K 7/^=/K 77H*=/K ^B7^yl/, ^nj 
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R 3B f3:H N OR 7B s SH, S (O) nR 13 \ COR 7B N C0 2 R 7B , OC 
(O) R 13B , NR 8B COR 7B s N (COR 7B ) 2 , NR 8B CONR 6B R 7B s 
NR 8B CO z R 13 \ NR 6B R 7 \ T^^VK 7/Wr~/K TA*~;l<, i/ 

}VT;\s*jV, NO z ^ ^D^rVJI^v v-JA ^b7;^;K NR 6B R 7B n N 
R 8B COR 7B ^tPt ) 

10 (3) WO98/08847 -^^«^{i, -JK (C) 



A c fi^3jf£;/c{±CR 7C £r^:bU 

B c liNR lc R 2c , CR 1C R 2C R I0C , C (=CR 2C R nc ) R 3 <\ NHC 
15 R 1C R 2C R 10C S OCR 1C R 2C R 10C , S C R 1 c R 2 c R 1 oc \ CR 2C R 10C 
NHR 1C \ CR 2C R 10C OR :C \ CR 2C R 10C SR K ^fc|j:COR 2C ^ 
U 

20 D c fcJ:0E c «-t^^iltTs S*x CR 4C , C = O n C=S, filjt 
®&S N CR 4C R 6C fcj;0NR 8c ^bii^$^ 
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o*ri<\ mwzzv i *fctt2^o-si^4^^Tv^t «t<, Mat 

5 R ic fi£ Kn^.r>, 7/>^-n s ^dd n .,/i3^ 3— h\ 0-7/H¥/K C 
Fg.'c (=0). O-T/v^/K OC (=0) 7^/H(f^e>51iR$Jx6l* 

R 4C «H, 7/l^/K 7Mv, ^an, 7n^ v 3— K N tFn^>\ >- 
15 R 5 c {i7 a ~/K t° y vvk t° y 5 vvK t° V ?*?-fisT*1h 5 , 

T*f N ^b©ilifeS©rtlfflf4yo* % 3-K> aM^/K OH, 7^3r 
l^-OH, T/W^U'^-O-T^^K ^7;, CF 3N ^hn N T^J^ 
20 7/l^/V7^/, ^7/l^UT^y ) 

-c^ £hz<b&to# c r f g£fcte#as t lx $ frx ^ * 0 

25 ft L < f± % ( 1 ) ( I ) 
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R 1 




(I) 



U&cfclFZte^^^LTs CR\ N R 1 3 N gfSDi^ Siil^, BfeH. 
C = 0£f::teC = S£«lt>U 
R 2 fi 

10 (ii) C 1 ~8 7Vl"*vK 

(iii) C2~8 7^;K 

(iv) C 2~8 7/^-/K 

(vi)CF 3 , 
15 (vii)v-Ty, 

(viii) =■ h d v 

(ix) N R 9 R 1 0 R 9 3s£VR 10 teZtl^tim±LLT, 

(ii) C 1 ~ 4 T/l^/K 
20 (iii) C 3 ~ 1 0 L < f£~ gt^i^ 

Gv) i~4{@(D^jg^, i^2m<^mmw^isxx^/t.tziti-2m 
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(v) c 3 ^ i fl <D%m t < -m&mmmx\ . t u < n i ~ 4 

3 ~ iojk<Dwmi>L<i$-m^mmr*w&ztitz,Q 1 ~4 r 
^/is&mfrto ) > • : 

5 (x)OR' 1 (S^K R 1 1 {3 
'(i)TK^Jl^. 

(ii) ,C 1~4 7/^;K 

(iii) C 5 ~ 6 ©m*^^ 

(iv) 1 ~ 2, <@<B>g£jJ§?^K ljS^SMfl^fc «£ V/t. fete lfiOffiMC 
1 0 Sr^^ri" 5 - 5 * fc 12 6 H ©«*at; .i" » 

(v) C 5 ~ 6 ©£tgS2itk L< 1 ~ 2 j@<D^SfJj^ 1 ^©Sfc^iims 

(xi) S H N 

15 (xii) S (0) n R 12 , (S^s nliO, l£fcte2£^;bU R 12 te 

(i) C 1 ~ 4 TA**/K 

(ii) C 5~~6<Djfcmms 

(iii) l — 2fioS5d^-? N lfi©K*lS : f : fc«tt5/*fcf4lfiOflt|StjDR 

20 (iv)c 5~6©^^^% t< m-2B(D^mw^, irnvmrnm^te 

£*LfeC l~4 7*/^/^Sr^-r o ) N 

(xiii) COR", 

(xiv) COOR'\ 
25 (xv) CONR 9 R 1( \ 

(xvi) C 3 ~ 1 0 (D^m-b L < «: ~S|5£&*gL 
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I 

i 

(xvii) ■l~4fl<02*|R^ <l^2miD&%m¥.&£Xfi/?i1ttel~2m<DtfL 

(xviii) />P^>JJ!HV CF 3 , OCF 3 , vTA = N R 9 R 1 ° N OR 
n , =N-OR 1V s SH N S(0) n R 12 , COR 1 , 1 , COOR 11 , CONR 

1 ■ 

1 ~ 2 ioiig^-fc «t t>vt ytw: 1 ~ 2 {@©^jF>^*-a w-r a 3 ~ 1 0 

R 13 {S 
io (DtKIH^ "'• 

(ii) C 1 -^T/l^/K 

(iii) C2~4 7/^^K 

(iv) C 2~4>,7j^=3r=/K 

(v) c 3 ~ 1 0 ai t> t < te-m&fcmm. 

15 (vi) 1 — 4fl©S*JDR^ l~2fi©K*JS : f- , *5j:tJ ? /*fcHLl~2ffl©«iE 

. (vii)C3~l 0©J£SSfc L< te~£5C^gtT\ £fctel~4jm<7)^|tjj}^ 
1 ~ 2 fl<0EHftjDK?& it*/* fete 1 ~ 2 ffiOfiSH^ Sr^-fS 3-10 

^<D!g.mi> u< te-st^Sfgtxg^nTv^c 1 - 4 r^/w^fc u 
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R 1 {3 

(i) l~5j@(DR 14 TH^$tLTV>^^^L<{»a^^C 1~8 7M/K 

(ii) l~5i@OR 14 T-ffi&£tVTV^^t> L< ttltI©C 2~8 7/^ . 

5 (iii) l~5f|icOR 14 Tfi^$i^TV^5^^t<(^BmOC2~87/^^ 
/K 

(iv) N R 4 R 5 R 4 fcir>'R 5 [l^tl^M3£tT, 

(ii) l~5ffi©R 17 Tg^£^Tl^7^L<te^ft&cDC 1-1 5 7 

(iii) l~5j@©R 17 T*tt&£tLTV^j^L< teMfi^lOC 2-1 5. 

(iv) l-5{@tf>R 17 T««m£ftTV^^t> L< ttilitiftOC 2-1 5 
15 (v) l~5{@<7)R 1E T-Bm$;ft/TV^^ t< fcmM^C 3-1 5 © 

(vi) l~5l@<7)R 18 T-gm$tlT^;5;^L< 1 ~ 4 ffi<£ 

£.%m*. l ~ 2 ftcife*^^ J: fcfi l - 2 fi^ttHHg^Sr-^ 
20 (v)OR 6 (£i£ N R 6 (i 

(ii) C 1 — 1 0 TVl^/K 

(iii) C 2 — 1 0 7/1^— /K 

(iv) C 2 — l 0 7;^-;K 

25 (v) l~5^©R 18 T*ft&£*l/ri^a>'b L< fiflg^OC 3-1 5(0 
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(vi) 1 ~5i©R ,8 Tl^$^TV^?)^ , b L< te&Mt&Wl T4l@<7> 
1^1^, l ~ 2 te<DBfc*m*:fc£T*/*fcW: 1 ~ 2ii^^Jg^ $r£ 
ft5 3~l 5H©HlSH>U<W:3ati*tt*» % 3: fete 

(vii) /no ^ v CF 3N OCF 3s ~>7A =-1*d, NR 9 R 1 ° N O 
5 R 1 1 > =N-OR , \ SH N S(0) r .R 12 , COR 3 \ COOR"; 

CONR'R 10 , l~5{@OR 18 -CS^$^TV^5^t) t< (iMg^o 

C 3~1 0©^^L<|11MI^ fci01~5i<DR ,6 T'l^ 

^-*s J: V/ * fc f* l ~ 2 m <oWLl*B**'&G1r o 3 ~ l Ol©^Sfc 
]0 L< (iH^iS^S/j^51(mSSl ~2j@T*S^^HTV^C 1 — 

(vi) SH N 

(vii) S(0) n R 7 nttl!&fB*K£SE3fe«:&fc>U R 7 te 
(i)Cl~8 TA-^r/K 

15 (ii) 1 ~ 5i©R 1 8 Tlt$^TV^*^ L< tt»©C 3 ~ 1 0 <D 

(iii) 1 ~5l@<7)R 18 l?-ffi^£;HTV^;^%L< iiiIt<Dl~4i© 
20 (iv) 1 ~5#|©R 1£ -effl^$^TV^^t> L< fi^S^OC 3~ 1 0 

/ / *fc{ii~2{@«^^<|r-^^i" ; 5 3~l ol©Mtt<«- 

25 (viii)COR\ 
(ix)COOR\ 
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I, 

i 

(x) CONR 4 R,% " • . 

(xi) NR- 8 Qp ( R 60 (£t>, R 6 »tt , ' 

(i) TkSpiwy 

(ii) C 1 ~ 1 .0 X/l^K 

5 (iii)C 2~il OT/^^/K 

'(iv) C 2~1.0 7/^/K 

M^atfym** CF 3 , OCF 3 , i>7/, ^hPs NR 9 R 10 N O 
R n \ =N-OR'\ SH, S(0) n R 12 . COR 11 , COOR 11 , 

i 

fcitJ { CpNR B R 10 ^bS«H5Sl~2^|Tli4fe$ilxTV^C 1 ~ 
10 4 ) x 

(xii) NR 8 COOR 6 (Sf, R 6 teMB<h!W]«*£»U R 8 te 

(ii) C 1~87/V^K 
(Hi) 02~8 7;^-;K 
15 (iv) c 2-- 8 7;^-;K 

(v) l~5{i©R 18 Tm^£ftTV^^L<fiM&©C3~l 0© 

(vi) 1 ~ 5 m<DR 1 8 Tg&£ ft T 1^5 L < {±*£fl&<E> 1 ~ 4 j®<7) 
gHH^ 1 - 2ji(D^^fe ±Tf/&1tn 1 ~ 2 ©©ttHM^Sr-g- 

(viO'Ma^JSWs CF 3 , OCF3, i/TSs NR 9 R'\ O 

R'\ =N-OR 1 \ SH % S(0) n R 12 , COR n v COOR'\ 

conr 9 r io N 1 ~5fn^R i8 vmm^tix^^h L< te$Eft&<£> 

C3~l 0©^StL<liZgS^m fc«tt/l~5#I^R 18 Tg^ 
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(xiii) NR 8 C'ONR 4 R\ 

(xiv) 1 ~ 5 iOR' 1 ^'II^TV^^'b L< tttliWC 3 ~ 1 5(D%. 

(xv) l~5i©R 15 X-mWl£tir^Z>frh L< temW$:<D 1 ~4flOMJK 

R 1 1 8 ft (i) 7kHJiH\ (ii) C l~4 * tz & (iii) C 5 ~ 6 CO^*^ 

R 14 ii(a)/M3^>jg^ (b)CF 3 , (c)OCF 3N ((Dv'TA (e)~hP, 
(f) N R 4 R V (<g)OR\ (h)=N-OR 6 s (j)SH, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR\ (n)CONR 4 R\ (o)NR 8 COR\ (p)NR 8 CO 
15 OR 6 , (q)NR 8 CONR 4 R 5 N (r) 1 ~ 5 {HUGO R 1 5 1r®$lcF;flTV , >/5/6 : > , b L- 
< »»©C3~1 5©^tK«SRlI> ^fc«(s) 1~5{@<7) 
R^-Ca^tL-CV^/^ b< 1 ^4m(DmmiW-^, 1 ~2i@tf> 

mmm*&£T$/iztzi$i~2m<Dunm*z<aftir?> 3~i 5 Romaic 

20 R 15 li(a)Cl~8 77l^/K (b) C 2 ~ 8 T/^^K (c) C 2 ~ 8 TVl^ 
(d)Cl~4 7^ndry (Cl~4) T/V^r/K (e)^n^yglF, (f) 
CF 3 , (g)OCF 3 , (h)VT/, (j)-hn. (k) N R 4 R 5 N (l)OR 6 , (m) 
SH, (n)S(0)„R\ (o)COR 6 , (p)COOR\ (q)CONR 4 R 5 s (r) 
NR 8 COR 6 > (s)NR 8 COOR\ (t) N R 8 CON R 4 R \ (u)l~5jg|© 

25 R^-eg^^tLTV^^t L<ltmm®:(DC 3-1 0©^^L<tt~m^ 
£?Hgt. (v) l~5^®OR 20 •c^^nTV^^^tL<(iM«m©l~4^@^ 
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5 3~iol©mL<(izi5t:iii, (w)Aoyyif, cf 3 , oc 

F 3 , <>7A NR 4 R\ OR 6 , =N-OR\ SH, S(0) n R\, 

COR\ COOR 6 , CONR 4 R\ NR 8 COR\ NR 8 COOR 6 , NR 
5 8 CONR 4 R 6 , 1 ~5^<DR 20 T*ggl$;h,TV^^ib L< \*mWlk<DC? 
-1 0QWt>L<^-^^«, fcJ:l>*l ~5i@^R Z0 T-g&$nT^ 
5« L< &4iKJ&<£> l ~4fioI^I^ l -2 ji^^^M^J:^/^ 
fctei -2fl©St||JK^-Sr^1-S 3~i omvmmh L< 

^tKftlSil ~2l@Tg&£*VCV>5C 1 ~4 7Vl-3r/l/«;bU 
10 R 17 &(a)^n^>-JiH\ (b)CF„ (c) OCF 3s (d)V7V, (e)=bn % _ 

(f)NR 9 R ] \ (g)OR n \ (h) = N-OR n , (j)SH, (k) S (O) n R 1 2 , . ' 
(DCOR 11 , WCOOR 11 , (n)CONR 9 R'\ (o)NR«COR u s (p) 
NR'COOR 11 , (q)NR 8 CONR 9 R 10 N (r) 1 - 5 fiOR 1 8 £ T?S$£ fl " 

x\,^^L<\tmm^(oc 3~i 5©*st,L< tt~ai5^*ai x . 

15 (s) l~5fi©R 1Sa -CM^$tLTl/^^t>L<«Mm©l~4fg|0»Jl 
1 - 2«©&$J§m3.kT*/*fctt 1 - 2 fiCfiKHlg-T-Sr^i-S 3 - 

R 1 8 (i (a) C 1 - 4 (b) C 2 - 4 TAsfr—jV^ (c) C 2 — 4 

(d)^P^'^, (e)CF 3 , (f)OCF 3 , (g)'>7A (h)-hn x (j) 
20 SH, (k)S(0) n R 12 s (1)NR 9 R ,0 N (m)OR a \ (n)COR 11 , (o)CO 
OR 11 , (p)CONR 9 R 1 \ (q)C5~6©«, (r) 1 - 2«®S*JJ|«n 

1 fi©K*jBR^*5 .ktf/tsfctt l'{@©^^^^-i-S 5 £ fete 6 M^lt 
*fctt(s)C 5~6<DM*m^fcfil~2{@(D^*Jl^ l{|§<»Sfjg 
^it>V*fcfi 1 ji^^^^^i-^, 5 Sfcli6M^*^T*ft^$ 
25 tifcC l — 4TA-3vi/Tffi&£tifcC l~4 7;^fbL, 

R 188 te(a)C 1~4 7;^;K (b)C2~4 7;^;K (c)C2~4 7Vl- 
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i, 

» 

=3r^K (d)^P^>J^-?, <(e)CF 3 , (f)QCF 3N (gjv'TA (h)-hn, 
(j)SH;(k^(0) n R ! \ (1)NR 9 R 10 , (m)OR ]1 \ WCOR 11 , (o) 
COOR?V £*;fi(p) CONR 9 R 10 ^t)U 
R ,9 (iCl~47^/K C 1 ~4 7/^JfV, .^D^Vjg-T-, CF 3> O 
5 CF 3 , v-T.y. '-hP, 7 5 J, NH OC 1 ~ 4 7^3VV) N SfcttN (C 

R 3 tt(i) l~5»R 16 ^cfcoTK&$;ft'TV^C 5~1 0©^Stt< 

(ii) l~5i@OR 16 ^J:oTtt^$tLTV^ 1 -v4flH£>gJlfHM~2#|£> 

R 16 &, 

(a) C 1 ~8 7/p,?r;K 

(b) C2~8 7;^/K 
15 (c)C2~8 7/^-/K 

(e) C F 3 , 
(COCFj, 

(g)y7A 

20 (h)-bP, 

(j) N R 9 R 1 ° N 
(k)OR 11 , 
(1) S H, 

(m) S (0)„R 12 (fcf'U 7 ^-frf-XitmO > 
25 (n)COR'\ 
(o)COOR'\ 
(p)CONR 9 R 10 s 
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(q) N R 8 C O R 1 \ 

(r)NR 8 COOR n , 

(s)NR 8 CONR 9 R 1 \ 

(Ocs-ioiDli^KfizTOlI, 

(v)^d^>^, CF 3S OCF 3 , 5/7A =hn N NR 9 R 10 S OR 11 , 
= N-OR 1 \ S H N S(0) n R 12 , COR 11 , COOR'\ CONR 9 R 3 
\ NR 8 C OR 1 1 , NR 8 COOR a \ NR 8 CONR 9 R lc \ C3~10© 

fcfcU (1) Xfc'ilJtW^*^. Yfeir/Z^SSM^ U^CR 4 , 
15 ^oR^SOR^ifcfil, R 3 tel#KD/NP^VT'g^$tlfc7^^^, 

y= hn-Cfft$tlfc7x=/l/f±Sfe$f , (2) X, Y$>£TfiZ&$kmm 

(2) *tit>oUm%$k. fciU 5 

(3) *nb^*1-SCRFS*ftfi*i2SiJ»cB8i-S 0 

25 ^TO^T'/Bl^C 1^8 7^^, ^^/K ^9vV\ tVK 
"^TvK ^3rvvK ^"fJ'f^s *??-fr&&£lJZtlb<Dgmft 
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5 ^IIBff^T/gV^C 1 ^47^**^ kit, / h^-y, ^ h^V, 

^TO^T-ffli^C 2~8 7/Hr~/^H l ~ 3 fi© &*pf 
10 ^otVK 7*fvK ^yf^, ^^rV/K 

t 

#M^T*/Bl>5C 2~1 5 7/K7-~^ifl l~3fil©— 
15 -ffczcfvK yntVK '^v'/K ^7^/K ;t^fvK 

•fy L ^;V- s /K /K ^^f- v>:x - /U N ^y-r— /K -^:7*^ 

20 As 7*i/^-;K ^^T-fe^/K K7t-/K h JJ r'-fe— /K 7f77t 

25 SaifvK 7°nfcVU\ 7*f;K ^^/K ^=¥i//X\ ^75vK ^fvV'g 
fc±t;mb©S^^f!*t5, $lx.fl ^~/K 7*n^=/K 
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I, 

^jBB^^T'fflVy^b 2~1 5T^=/Vil4 x l~3j@<DZffi£<££W 
7°ntVK ^vvK ^zf^JK 3r9 9vK 

/K ^ v?m-/U N /--y^ xv'—zK 

*W«e*^-cffiv>5c i~47^^ (ci~4) 7;Wiii, 

15 E*1"5 C 

>\ n-^* >\ V^n^dr^^ N v^P^^-r^ v^p^=¥-&^ 

i/t ->i7D^>"r> s v^P^^-fe^ ^p^V^v 5 

*KiSB»*-CfflV^C 3-1 0©*8t 1 l)L<f4rai^*atJJ:t4 N C3~ 
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I, 

^<y?y, yf.u^-fy^ y? v^~7$y^ *y? w^y^y, y?v^* 
±y, y^'&^y^-y^y, y$ u^^r-^y^y^ ^y-\£y, ^y?yy s 

9 y#xi-fW^ v^p^>^^ ~>^P^^rf-y N is? P^7°?y^ 

io y? v^yy-y^ y? v^^-ty, y? v^y? -y^y s y? v^^f-yzL 
y s ^<yi£y, ^<y?yy, yy^y, i~y?yy, r^yy, ^7#yy, 

fv^n [3. i. i] -^r* y^m&m?t>tiz>c 
15 ^w^Tffiv^c 5~i o<D^t> u< \*-$&&,mmmia$, cs~ 

maLtt^m^-^ri^c m^f> yw^yzy, y#v^*-fy, y? 
v^y°-*?y^ */ 9 u^.yr-y\ y# u^^±y^ y? v^y°Ty. y?u-< 
y^y^^y, y? v^-fi/^y, y? v^fis^y, ^y-^fy, 
20 yy, yyfy, -f?#yy, rxu^, t fp^^v, yyyy, 

/N°-t Kp-T 7f>, rF7tFnt7^V7, Kp^7^ ^ 

25 < 1 #1^1-^4 -6I«S7!)-;K tfcfi^^-fPtt<f^ 
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i 

lfiO«ftJll!!(-T-*r'&Wi"<5 5~6JlO**aiJctt: x 1 ~ 2 l 

y-/K Sfctt^O— «»1>L<tt^asigi5ftiLfct>0^*iL5 II #JxJf, 
k'p-/K ^^J/-/K k°yy'-/K fys*>\ t°y*l?y, 

o y ^ y ^ ^ y >- N ^ * y t [ 7/U >\ ' 
yy tf-^v^ ^-t KPt°y *s^ N ^-t Koty^^ v 5 

15 rc> s rl>7tKnft7iy x 7h7tKoW^ Wj)y, 5^ 

7c{ii~2{i«^ig^^^-i-§ 3~i o*©^aifc t< tt-stssastai 

iB©fltt|ftlS-T-Sr^*i-« 3~i 0M^S^b<«-S5t»^Ty-^i: 

25 t°y>^ ty^y t°y^v, t°y^y N r-t?t°>\ ^r-tftr^ 
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**W7i?>* «Tlfk°v N **W7i£t°y, f7y-;K >f V^T 

ifk c ^ N -f>-K-;K y-Y^K-zK ^^K!)^ ^>/77V> V 
5 ^77^ ^^ft7i^, ^ y^y/f t7x^, <i^?y*— ;K 
*yy>\ ^y^j])>s ^!)^ y*7%?y. -r^y^y, ^y^f 

y— /k ^yfr^/K ^<^yv ^ yy'—/K ^yy*77f^ -<^y 
f 7y7y"^-/K -<yy h y ry-^gMgiWtf bftSo 

ioftt^^tts 3 ~ 1 oi©^itL<asiii7 y — yv©. , 

y s t'oijy, t'n y ^ 5 ^y y ^ ^y y 5^ k° 7 y y ^ 
t°7 y y v y ry y >\ h y 7/ y x h?y y ^ y- h 7 y 4 y 
15 t°^y^ t^7^>, v^t Kp^y^y, f kpi>p^, 

-7tFD^7'7y, rfnFPt'r^ ykKnklv^y, rfn 
Kn t°y ^ v>>\ /«*-fc Ka t°y 5 is>, v>k Kp k° y ^i?y\ rhn K 
DfD^y, /N°-k Knfy^v 1 ^ v>k KnT^tV, rF7t KpT 
ift°> N /<-k Kn7ft e >\ v>k KPi^Tifk 0 ^, rhn KPv>7-tefk c 

20 y, /^k Kn^f f ^^7^ jr*±#^, -ytKo77^ 7" 
b7k Fn7 7y, v>k Kn k°7>\ 7h7t Kn k°?^ s v>k Kot^t 
k°>\ 7f7k Kp^irk 0 ^ ^°-k Ko^tkV, x^?y> 
^ N i?t Kof^7xy, fF7tFpft7xy, i^kFoWy (v> 
k Knftk'yy) „ x F7k KnfT^fy (7F7t Fof^t^y) N 

25 v?fc KpfxkV, r^7t Kpfxk'y, /<— k KnfikV, ;^f-y 

y^ (i?t Kp^-^rf-y-zu-) s ^f-yy^y (7hn Kp^f-y- 
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!, 

9 JT*S )>>>'.*( v>t Ka^-^ti>7/-7W) > t^yTyl^y (zhn 
V (rh7t YvJ-ry-jv) s v>t Ka^y:f7y*-;K rhn Ko-f 

5 y?-7y-/K y ^ ^-x^ivits y ^ > Ky >\ >r y^f y ku >\ 

> N it Kp^y^y77^ i?t Kp'^yywiv, ^— t kp 
^<^y^^-y^>\ - ^t KD-fy^yyY^-7x> v /«— t Kn^y-^^y 

>\ x h7t' Ko^r y^y y >\ ^-t Kn-ry^y y >\ >>t ko7^5 

1 1 1 

7}7kFPt7fy-yy ^-hKnt7f ^v>y Ka#; 

*f-y ^ rFn Ko^y ^f-y >\ t Kn^y^f-jj >\ >>t kd 
yyyy ri^n Ko^yyy y ^ N /<—t Kot/^y y > N Ka^y 

;K ^-k Ko^yyf7y-;K v>t Kn^yyy^^VwK K 

o^yy^^y-yK -y^^y^y t^-^-y-^ v^-y-v^ s^*-* 

7tfil~2^^?5itJIIlT-^Wi-5 3-1 5l©Mt)L<ij:ZMii 
fifcHlJi^'Sr£#t5 3'-i 5 1©^!^ L < lilS^f ii7 P -/i', £fc 
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rnvmnm+ztti-z 3 ~ 1 5i« t> t < » -«***si7 p. -a- * • 

Ltli> k°P-/K ^f^yy-/K k 0 yy-/K M7y-/K tV7^ 
/K hl^y, t°7v>>\ t'Dr^ k o y^>\ 7i?k°>\ i?7if ' 
77>\ t°7>\ ;t^irk°>\ J-*7^y, =fT4V (ftf^)^ ^ 

ifk 0 y N /f ^KwK ^y^>K— 7K ^VKU^ ^^/77>s ^y 

tu^, ^rty'ii^ -yy/iiy, ^^y^-y-y— ^yytz-y-yr 

v>71?k 0 y N ^y/MJ7y-/K ^^y^lH? k°y, -*l/T/*"*WT 
ifk':/ N -<y)/f-7ffy> ^^y^Tv^Ty—zK ^^y^-T-^Tif k'i>' s 

tute l 7c 1 ~ 4 1 ~ 2 omtm+K ± fc » 1 ~ 2 

— *Pt> L< fi^SMSSlLfcfc©*: Ltfi, Ti?Vi?y, Tif^y, TUT"? 

y, t° n y t [ n^^ * ^y yy, ^y y v?y, t°7 y y >\ 
20 b'^yy^y, hyryy^ h y ryy yy, 7 h?y y y, r h^y y 

v 5 ^ kvyi/^ kX7-yy N ^tKnt^v?y N rf7t Knt 0 !)^ 
v>k Knt°7-yX 7h7t KDfc'7^ v?k Knt°y *i?y s 7^7t 

kd t°y ^ i?y s ^-t kp t°y * i^t Kn t°y y-yy> 7fn k 

nk°y^v^ % t Knfy^v 5 ^ v?k KnTifk 0 ^, rfn Ko7 
25 i?k D >, /*-t Kn7f k'y, Kni?7ifk 0 y N 7 \ 7 t Kn^f t c 
y, k Koi/7ffy, t^7>, ^-^rir^^ x S?fc Ko77^ 7 
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!, 

i 

k°y N 7: h^kKp^-fe: k°y, /<-fc K.n#^ir't c V, f^7^ 

y, yt KPx^iX 7f7t Kpx^^s v>k RPxTyy (v> 

t Knf tk'7>) N 7 f 7 t Kd f ^ {7 1^ 7 1 K p f t f 7 V) „ 

^771 yl^t 1 Knt^rf v^jy-^) N ir^x/TVV^y (rl^n 
10 y (x h7k K.PfTy'^) , v>k KP^'yxTy*-;K 7f7tKn^ 

yf 7y*7 : )K *;v*i)y f-^ju^}) yyKyy, ^y^yFDy 

v?t Kn^yy*77^ k Ko^y'77^ S?fc Kp^y^yy*7 7 
y, /^t'Ko^y^yy7 7y t>t Ka^y/f t7xy A-kFn 

c 1' 

^yy^tyxy -yk Ko-f y^y/f j7 ^y, t Kn^y^yy* 
15 xi"X^y N yt Kn^y^'y-;K k Kp-Y y^V— /K 5?t Kn* 

/!Jy r hyk Kp^y y y, ^ c -k Kn^y y y, Kpy y^y y 
y, 7hn Kn-f y^y y y, ^ c -k kim y^y y y x v^t Kd7^7 
v^y, 7fnFD7^7^y ^tFP7^7^y> v ! tFnt7f u 
yy 7^7tFpf7fyyy /^tFnt^fyyy ytFp=^; 

20 ^rify y N x F7 k Ka^y dr-7-y y N ^-k Kp^y^f-y y\ kp 
W!/y 7F7tKnW!)y /<-kFD^tyi)y y'tFoy 
y/!iy 7F7t Kd yy; y y N t F'pyyy y y, v>k Kn^y 
y^^t/wK k Kn^yy^^ty*-^ i^k Kn^yyfry- 
t KP^y^fTy*-^, v>k Fn^yyV^'y-/K fc K 

25 p^yyy^V-/K i^k Ko^yy"7^fy x Yy k Ko^yy*7f 
k°y N v>k KP^yyi/Tif k°y, 7F7t Kn^yy*^7f tfy, v?k K 
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I, 

Kite, l~4i©I^, l'-2fiOife*JH-?-*3j:tJ«/*fc»4l'-2fi© 

i 

Suf3 L 7c 1 ~ 4 fifeS*^, 1 ~ 2 fi©gg*lS-f *5 i t>V * 7t « 1 ~ 2 

10 fi©WtHm^^#-r5 5~l 0jloHiaitL<ttr8l««*j|7P-/Vi: 

;k try^>. t°7v^ t°y^v^ N tryys^ T-t?t°y\ ^rift 0 ^ 

15 t^fyT^y, #^rf-ift°>, ^^i^Tif t°^ % f7^-;K YW 
y-/K ?Ti?Ty—;K ?Ti», f7^7^ ^7"i?fc: e y\ fTi?T 

^^k-;k ^y-r>K-/K ^yM^, ^/77>, -f y 

^fy^yyy, ^yy^y, 7*7*?^ ^y^-f 

— /k ^yyfry^K ^yy^r s^y-zK ^yy7 7fy «<yy^ 
7^ry-;K -o-y h y ry-/m^5^ff e,tuSo 

BUlB Lfc 1 ~ 4 1 ~ 2 fl£>&#JjK?:l3 <fc t>V £ fcfll ~ 2 

25 L< -te^gfrfpL/t^i: LTJi, t°ay^ N ifopyy, -f^^y 

y>\ w^^yy^^ t^y'u^ t^yy^y hyryy>\ mjt 
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v>>, i?tKDf]j ^5?i/ x 7f7kKnk c !) ^°-k Kn k 8 y 

v>k Kn7ft c y v Tfn Knjfk'y, ;<-t KnTt'tVi v?k, 
KPv>Tifk°>, rfn Kom'^ fc Kn-^Tf kV, v?k K 
o77>, 7h7kKn77^ v>k Knk'7^ Tf7k Knk^, v> 
t Kn^-drirt°>- N 7^7k Kp^-fer k°>\ k Kp^=*-1? k> N v?t 
Knft7xy, 7f7kFnfi-7 s ^ v'k KofT^y (v^tKnf- 
Jrt'yy) , 7f7k > (rfn Kn7tk°7>-) , S?k Kn 

f-3Lt°>\ 7f7kKofxtV, /^kKofxtV, ^-^-^yy^ (v> 
k KPt^t^/U) , ^Iryyv^ (f h7tKnm^) > ^ 

t Kn^y^-^f-y-yK 7^k Kn^f y^-fry-vK twr/y 
> (i^t KD^-^f-^ry-^) , m^r/y^ (^h^k kp^. 

— /k -t/^y^ 7^^/^yy\ -fyKyy -Yy-f^Ky ^ N v>k k 
B^y/77^ /^kKo^y/77y ^kKo^y^yy'77y ^ 
— k Kn^y^yy7 7y >>k Ko^y/f^7iy t Ko^y/ 
f-;*-?*^ ^kKo^y^y/Wiy, /^k Ka^y^yy*ft7 
3i -yk Kn-fy^y-yK '*-fc Kn>r>^y-7K -yk Kn^yy, 
7>7kKndf; y y N ^°-t Ka^y y y N Kpy y^y yy 
n Kp-y y^y y /-?-k kp-Y y^y y > N $;t Kn7^7yy f- 

f7k KP7^7yy ^kKP7^7i?y v>k Kof7f y x 

F7k Kot7f yyy /<— k Kpf7f yyy, >yt Ko^y^tyy, 
t- h7 k Kndry ^rf-y y % /N 0 -k Ko^ydpf-y y % v?k Kn^t/yy, 
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5 y*V-;K ^y7y v 5 ^-^-^^ v 5 ;*-^-^^ ^t'fy^y; 

WXfcilFY^IgK'fct), Z3oJ:im*sa*JDSC^-"Cifo5, U#C = 0 
£>9 0;£L<te, 
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!. 

(i-i)X s Upiwttffcmm*^ Yd3J:t;2^S*JB-T-T?*)5ia^, 
(i-2) x < •' z.fc J: xm&mmm*. y & J: rj*u ^i^^tfcsi^t, 

(i-3)X x Z„.U*5'it5W^^^. s Y^i|g+tfc§|lA tNi 
(ii-l)X, Z^it/U^tlf^, Y*5«kOT^^^T'fe5ia^. 

(ii-4)X^^^ x Y% Z, Ufc£OT;^ilJg^T*fc3M^i^ 

(iii-Dx, Ytotwztf j%mw^, u&£xfw-t)mmm*x*h%m&^, 
(iii-2) x. y, 'z&&x$\jtffcmmi-, wpmmm^-vbzm&it, 
10 (iv-i)x, Y&xvwtimmm*, z&mmM*> u&mmm*T«hz>m-&^, 
(iv-Dx.,Y3oj:t>'w^M-? N ztmnmf, v&g.mm : f--v$>z>m&&. 

(iv-2)X, Yfcitfwas^SWfx Ztf^JBiHK U#H»tfo5i^f, 
(iv-2)X N Y&£lAV^SfI^ N Z^»^ N U^«f^fib5M^ 

(v-i)x*5«tt>*Y/5^*^-efe>9, zfeii^w^^^-efe^^ u^c = 

15 OT'fcSa^, . 

(v-2)X*5j:OT^^^.-efei9 N Z*5j;^W^*j!l^T*fc!9, U^C = 

Xi*UT<D-m&, (1-i) K (]-xxvi) T^$n5fc©^tffe 

20 tb5o 
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R 2 (i-xix) 




(l-xx) 




s 0-wO 
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-J&5£ (I-i) « (I-xxvi) X'TFZti^WRik&m^, 0% 
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!, 

! 




1 t> l ii-^Wf 5 4-6 M^I*^ k LT fi, c 4 ~ 6 (DmUW V -jk 

i i 

i 




(A-5) (A-6) (A-7) (A-8) 



10 (5t<K G«O n S£fcteNH£3t:bU R x ttCl~47/^/K Cl~4 

(I) -c^$H5*38W'^b^«^^^3V^T^ Li^R 1 i LT(i N 

(i) 1 ~5'f@<DR 14 -ett^£HTV^fr>%L< te3&Bi&©C 1~87;^;K 

(ii) l~5^@^DR 14 -e®^$tlTV^5^t>L<^iMg^(7)C 2-8 7;^- 
15 A\ 

(iii) 1 ~5i@<7)R 14 -fg^$ 4 A,TVN? ) ^^L< tt*»C2~87^^ 

(iv) NR 4 R\ 
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(v) OR\ 

(vi) l~5j@(7)R i5 Tg^$tlTVV?)^t ) L<(i4ag^ ( ?5C3~l 5©'¥S 

(vii) l~5{@l(7)R 15 Tg^$tLTV^^ 1 bL<«fiia©l~4{®(D»J^ • 

1 5ji©mait) l< »i-si*a*at*!*»f fe^s e 

JhfEGC>#f ^ LV^R VIE^CDNR 4 R 5t f ] > LVNR 4 ^ii;R 5 ^l^<b 

(a) R 4 ^ (i) 7k MM ¥ T *> 19 , R 5 & (ii) 1 - 5 m <D R 1 7 T'tft $ ftT V > « *> 
10 L<ti»©Cl~l57;^;K (iii) l ~ 5 R 1 7 Tffii&£ii/TV N £ . 

HKH:*t^C2~l 5 7/^;K (iv) 1 - 5 B<DR 1 7 X*W&£fo 
Tl^^t> L< nmU$:<DC 2 — 1 5 (v) 1 — 5 i®<^R 1 8 T« 

£HW3^%L<teM&<DC3-l 5©Mt) L * 
ft fit (vi) 1 - 5 m (O R 1 8 $ tLT V ^ 5 L < te<lg&<£> 1 - 4 B Qfe 

is mm*. i~2m(D%k$sw^te±Tf/&ittei~2m<Dffi.nm¥&tti-z> 
3~i 5ji©^mtu<tt-gisca*»"c*)5*\ 

(b) R 4 #Gi) l~5f|il(DR 17 T-gm$i^TV^?,^t>L<ttte@^ W c 1-1 
5 7Vl"¥/K (iii) 1 - 5 {S<£R 1 "Tft^tLTl^^'b L < ii!fi©C 2 
-1 5 7^=^, (iv) l~5{@<£R 17 T*fi&£nTV^^kL<teMg^ 

20 ©C2-15 7M-;K £fctt(v-l) C 3 - 6 ©W©fi&»^**T*> •? , 
R 5 ^(ii) 1 ~5{®<7)R 1 7 vm&£tlT^Zfrh L< fi&£g#|<DC 1-15 

(iii) l~5^1<DR 17 -eg^$t^TV^§^^L<Mg^(7)C2~l 5 7H 
25 (iv) l~5tl(DR 17 T■gm$^TV^5^^L<(^g^ ( ^ C 2~l 5 7;^ 
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i 



(v) l~5{@(DR :8 -Cg^£;ftT^6/^<b L< \tmM&OC 3~1 5,<D^. 

(vi) 1 ~ 5{@©R 1 8 Tgm$tLTV^?)^^ t < «4ffifi^<D 1 ~4m<DmMB. ' 

mwi<D i ~ 4B(Dmmw-^-s i~2 {gi^s^sij^T-^ it>v* tc\* 1 ~ 2 ti^ 




mJg^•*fcf«^JI : P^l^i^WUTV^Tt > ^V^3~l 5MC0^»^ l< n 

v <? Q 0 0 0 0 

I I I I I I I 

0 o 0 0 0 0 

1 1 1 1 1 1 
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iti'is^tt^ Mt£ft) N w-mw&m. ztib<Dfrm<om& 

mi 

15 5 C 

**y&m (xvvj*. -rhythm t^jj±^jr (^v-^ 

20 ;i/7 5^ i/^D^>f;i/7«y, ^^7 5y, 7x^f^7?y, fc° 
i/*3-A') T%J *$y^ Vi?>, T/^^y, N-^^/W-D-^>^7? 

25 tTiis jfti^j&x n^**^ yy§m, mm^oxotimmm^ 
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I, 

i 

(A) — (I) FK R 1 ^OHT*fot)> ^oR 2 io'j:t;R 3 ^tOH, i/7 
10 (I- -A) 



OH 




(1-A) 



(5t4\ z\ U'^it^R'-'tt-ttL-en, z, U&J;lFR 3 £:|i5]i:S:*£3t 
fefcb^Hb^Stt-OH, v-Ty, = N-OR 11 tfcte^b^ 

15 Jx5-fb^»tt> (II- 1) 

i: ;u a (n-i) 

H 2 N^ W 

R 3 - a 

(m- 1 ) 
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COOEt 



±l2-«. (n) t—Wfo (m) T'^^^^^^o^fi^-^fct), 

t«\ ^mm% m&m) *px\ mu~mmumx*fttefr>tiz> c 

10 A, £ffil^T, 0°C~2 5 0°CXfitf:£>}lZ> c 

(B) — (I) 4\ R^OH^S^-f, ^o^>7A =N-GR 6 I 

£tk 0^19-^ (I - B) 



R 1 - 




a-B) 



y N =N-OR 6 ^fc«^b^^i-5S, &j;t5c 3~i oo«L< 

20 J4-£5^£ak l~4fl§(7^SfjpiH\ !~2{@©^mJ^^J;^ / /tfc« 
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! 



T'^^5^ftll -JK5£ (IV) 




5 Xte^p<?>jg^£:»U ^-(Dftii^ffi^-(tttifB<b(?li:S*^*^ 

I", ) 

T^^ti^^tii^ (V-l) 

H _ R 1- ab ( V _]) 

10 TS. =N-OR 6 tfc(4^r^Lb^-aWi-^Ss £>J:U<C3~1 0©#^t>L 
fii~2{|i^^^^^Wi-S 3-1 0Mcd¥^^L<«-S^I^« 

) 

15 tfcfe-^ (V-2) 

R 1 - a c (V-2) 

(so*, R , - ,c ttC3-ioo^.aii>u<ri-gi^*aix 1 ~4^<t>^^ 
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I 

±E-HBN; .(IV) (V- l) i*7fi£ifc&i\&to<D&J&ti;&fy~Clb 

• . ' • t ! 

5 h y £ Ax b dr V K#) ©^fSTs ^(i##6Ts 0-2 0 0 °CX^ti:7pi% 
'be 

±HB-^ (IV) t-m^ (V-2) T'#$^^,^^CDS^f±^Tfc 

£tz, — JRS: (1-B) -e^$^5^#/^s R :_i, ^l~2tl(DOR 6 t 
fcteCONR 4 R 5 T~g}&$fiTl^C 1~4 7^/K*fc5ft^ of: t> 

-ASS; ( i - b - i ) 



1-a-1 



15 




(I-B-l) 



(S'K R 1 -"- 1 ^, 1 ~2{!©OR 6 £fcteCONR 4 R 5 -?M&£;ft,Tl^ 
-J&5£ (I-B-2) 
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1-a-2 




(I-B-2) 



(5W, R 1-3-2 fi N l~2{iOCOOR 6 Tgm£;ftW5C l~4 7/l^ 

&m7bfrfc^ttirt)\ t)KfilMt#Lf:t, (VI) 
5 X-R 6-3-2 (VI) 

(5t^ N R 6_a - 2 fl N (i)Cl~107;^;K (ii) C 2 — 1 0 7/^-/W 
(iii)C 2 — 1 0 (iv) 1 ~5 j@©R 1 s -?W&£tlTV^Z)fch L < 

nmW&<DC3~l 5©Mt)L<ttlMII, (v) l~5{@©R 18 T'tt 

$&£*iti^/^ t< femn<D i ^ti^stjg-T-, i ~ 2m<ommw^ 

10 ^it^/^fcttl ~2fi^«J^^^^i-5 3-1 5*^^ L< ten 

m^mmn. ^tztew 1 ~5^<DR i8 T-e&£HTv^^kL<te«$ 

©C3~l 0(D^lt)L<ftZMii, &J:lFl~5l@<9R 18 TS&£ 

fcte i ~ 2 <®<»3f JI-T^^I" 53~io M<£>¥9! ti u< & - gist 
15 ft^ii^bSfm5Sl-2{lil-eMm^^TV>5C i~4 7M;^lb 

1% ) ^*3ft5fc£fc£KJfc$-£3a\ fes^tt-jfts*; (vn) 

H N R 9 R 1 0 (VII) 
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i 

-jK (1-B^2j T?*$*iS^ft©3fi5cSlS«©-jKS: (vi) "C^ 

(i - b-2) -c^^tis^ifeoSTDS^©-^ (vn) -e^ 
^yyo/y^) «fi N o~i o o°ct*^^§ 0 

10 — jRS (I-B) * % R ] i5NR. 4 R ,5 ^fc5, R^it/R 5 ^^ • 

1 -SfSOR 1 'T-g&^tlTV^tf^lX ttiEg^oc 1 ~ 

/cti-ttife^^i-^S^^^^vMb^s #3; (i-b-3) 

. i' " 




(I-B-3) 



15 (5*^ R 4b - 3 te£XfR 5b - 3 fe?:tl^nm±lsX, l-5fi©R n « 
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a r l :;u a ■ ZHt 



3-a 



(l-B-7) 



O 

,4b-6 A 




NH 

> :.u a 

N x :w. 



3-a 



(l-B-6) 



D 4b-3 R 5b-3 




(I-B-3) 



S7C 



5 4b-3 




(I-B-5) 




(I-B-4) 



10 



Rjt&xeS;-.(.l) R 4b - 6 tel~5»R 17 Te^£^W;57^ L< 
«JStt&tf>C 1-1 4 7/V^;^IbL> R 5b - 4 {4l~5{i(DR 17 -ettm$ 
*l"tV^53&>fc U< «Jltt&©C 1~1 4 7^^ls -^{tota^i 

T\ »^ 5-f K (t^f y^o?>f h\ P7^K^) <t - 2 0 °C 

7 7Vf) T^Vk 0~4 0°CT*^$^?>-i^<t ?)fT^fc>tl5e - 
OSJStts **£t?t#* (7^^V, g*^) #ffl^T^ ****#T?fTfc $ £ 
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»7cR*tt^*PT*>9, fljfctf, fflmm (7h7t Ko77^») *K 

r 



( I - B - 7 ) « % -&5£ (II- 2 ) 



(in- 2) 



(5^ -f-<T(D|B-^{iSij|B<i:^CS*^at>To ) Kibitz* ft. 

±12-^ (n-2) t-mz (m-2) T^$tt5<b^©Rj©fi^T* 

K<f) £/I^T s - 1 0-5 0°Cl?ff^^tl5 o 

(C) -Jtt5£ (I) «K R z *3±t^R 8 36S*t>1"Stt' % IWoh 




(n-2) 
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3-c 



5 To ) T^SaiSfl^ttttx -JKS; (l-B) X'TjkZtlZjb&fa^ R 2 &£ 
StfcS^s Tt£t>h-m& (l-B- 8) 



(5£tK Z b ~\ U b - 8 &«fct/R 3 - b - 8 te^;ft,m. Z N U*5i0R 3 <t IWID 
]0 ic*Sr*i>i-*SH fcf:LZ b " s , u b - s jo e t^R 3 - b - 8 «fei-S1 : ', 4>&< 

15 ^/K ^nD*M|) tf N /Wf*^ (H^ffc*?^) £fflV^ N -8 0°C 

~8 oX:xfttefr>tiz> c 

(D) -jfiS; (I) t\ R\ R a *5«tTJ«R 3 *s*fci-*+, ^ft< fct lflSs&s 
= N - O R 6 £ it tt = N - O R 1 1 fc^-t-SSfc&fr't-fc^x o| 0 — jRS; 




1-a 
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(I -D) 




(I-D) 



(1) -mk (1-B) T-^$H5^#J^s R\ R z fc«i:l/R 3 ^t5l-£ 
(Doh'Pte< HliiS-CH (O-C l~4 7/^;v) z ^i"5ST?*>5 
flS^ft* ^fc*>*>-jH!5t (I -B-9) 

»1-b-9 



(I-B-9) 



10 




(5£* N ri-»-», Z b -\ u b - 9 fej;^R 3 - b - 9 {i N ^fi^fiR\ z, u 
*3<J:^R 3 <i:[53m*^^i-„ fcfcLR 1 -"- 9 , Z b ~ 9 N U h - 9 te£X$R 3 - 
h - 9 &mi?irm$ 1 > 'pft< Hlfili-CH (0-Cl~47W) 2 £rg- 

fete 

(2) (I-B) Wi**i5ft;£«&'K R^'^OH^Wi-SS-Cife 

fclXtt— (i-c) T^^^f^fe^ 1-ftfc*)-jR^ 
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I 

t 

( i -B- 1 d) 




,3-b-10 



U^J;^R 3 i:|wli:S*^*^1- D fc«UR , - b - ,0 *SOHt**>i-^ L 
5 <teZ b " 10 s U^-^fcitfRa-^^tfsa^-S'k il>fc< fcfcUBfiOH 

10 V) <K K (iftik WEBS*) SrfflV^x 0~1 0 0°CX*fit£frinZ> o 

4i«"C\ its ^yyntvu^^T^^*) 

15 *t>^* 0 

N-O-R 6 , SfcftHaN-O-R^ffllvt. 0 ~ 5 0 °C^ntet>tl% 0 
(E) -JRS; (I) f> R\ R^it^R 3 ^^*^ i>ft<*:t>lflf± 

20 (1-E) 
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R 



a-E) 



5 Wmtm^mM^m^ir 0 ) T^ftS-fb^f^ — «5Jt (l-D) 
OHSr^i-5SSr3tfci-^«j ? ott)-«!5C (I-D-l) 



(iS^K R 1_d- \ Z d "\ U d_1 fcJ:trR 3 - - - l tt % WtiR\ Z, U 
-'-'^ibtl^, ^<it)li(j:=N-OHmt?)S^U * 

~5 0 frti 5 „ 

-$5t (IV) -jR^ (I -A) T^SftSfc 




R 
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*©^©lls»k^'T?*>s— (n) > (m) x (v) s (vi) *3«tt>« (vii) 



(5£ff> % R 2 - 8 itR. 2 <!;lllCE*^S^i-^S OH, ^7;, =N-OR n l 

TftZfi&ik&Von* (vm) 



10 (5£<*> N i-^T^IB^ttlWIBiPICttftSratfei-. ) T^SaiSfl^ais 
t K7^SJS$«raa!Jli$Ji5„ £rc N (m) 

issft-cvs. tfc, -ttS; (vi) T^Sfts-fb^^ibs l-v-ry- 

1- (2-^^-4-^ hdrv'7^-/V)^ p n/-?^-2-^->'(l,Bioorganic 
15 & Med. Chem., £, 181-189 (2000) ICfE^ftT^Sc 




H 

N 



O 




(VIII) 
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5 Bltt, «PM^5£:U 3, 1 0^il53 0mg/kgS4Lfc7.y 
i2il 3 N 10fc];lF3 0mg/kg^tfc7y. 

1 

io [»em^oiiJiME] 

(i) ^^^Mft»CRF|:^Mtt^ft5i 

(D ^yf^^yt^f 
CRM] 

15 t hCRFgMlSWWtt (»CHO-K.li® 

P B S t? 2 @gfc# Ufcm, 7k7£ Lfc^ >jrV >^'X y±4imm 
(Tris-HC 1 (5 0mM, p H7.0) > EDTA ( 2 mM N pH8.0) x MgC 

1 2 (i omM) ) x-®mlil b mmvitmfo&yv>xm<D**:i?i-j-?- 
20 &m^xfflfcLit&, loooog-cit'^u wmft*m*5L^tz. c mwLtcmmfi 
&'PM<dsu -y#7 y^^mnmxnmmLtcm, mm* img/m 

X'U V<f4 y±4 (CffiWc, 

25 1 25 I -CR-F%0.5nM\Z.t£Z>£o\L/<4 >t 4 ^#7 y±4Wffiffi.X*% 
RU v"J 3t>fXUfc 1.5m 1 f a ^|I5 0 ju Llnfcfc. &m«3ffiF#JR 
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LtcmMM, DMSO W^y^) s OOmMWCRF 
»*69ffl) £ l // L^=.-:/fcftljlfc. ft&fc: 5 0 /z L©j]f ®#£;tJP;u £ 
J&&M*&£*fc ( 125 I - CRF(DtHM(j:0.25nM) 0 ^-^fc^fiT*' 
2^IW^^^3.^<- f Lfc 0 KJfcl&TflL JKBi^^lHlJ|Xi-5fc»?> 15000 r pm 
5 -CiS'L" Ltzm, ±to%&Xs Lfc P B S/0.01%Triton X-100T*2@ 

zotes, *mm&mtm^fcffi&%>& ( i c 50 jit< i fi m) 

io (2) fc»£+^BfcJ:5ft;*&SH4 

J^®«£ 0 5 0 cm(Dift$tl N |r]C;S:£ (50X10cm) (D2#<D3r— ~f 
>T-J*k, mC£:£ (50X10cm) ©2*©^d-X7-^. (40c 

15 L/t 0 

f¥lffi<£3 O^mil-a^aS^^ (5 ml /kg) S:SPS4LfcSD 

20 ism^n 1 ~ 2 i-^-t- 0 

@lfc«tt52J;t)> #3S91<E>|$160ij2 (7 8) Ofk^ttttx S-^*3*3J: 
Xfl 0m-g/k gfc&WCx ^I^flEfllFM^itflAiaM^^^ 
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&&&Gtt&m&m$-&tt&>mmtt%}-?ib$i mz-tt. oom, m-=^^ 
y-F??om, nm^o^m, ^ii?os; /hMWtt^o^, ^ 

w«) s ^tt!*$, wii^hv^ (ptsd) , m<u 
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I, 

i 

teZtiK mi%,'.J&A-AhtzV, lEI^rpts lmg^b 1000m g(D$mX\ 

I 

15 %<D&izi)\ izt-Ymmm (9*r-*, 
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i 

s«k n^b^k fL«k it*#k me^k ^«k mmm . 

10 ^boa^^^v>bn?> c $ b^^co^mn, %mm, mm®®, 
mmimk mmmi wmm. &mm*^hx\^x%&\\ m 

W^-a^, ^^i"9^^tb5^ffl»k 4fc**'k ^»k KA#k * 

yis-mvmm^m^ m^t^mm^m 2,868,691 ^xximm 3,095,355 

25 mW&mM1rZ>tztb(DM:&(Dlfm 
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i 



5 LTl^c 




10 T/l^V^UjftTs 1, 2-i^^-4-^ b^v^^-fe?^ (I3.6g) OH 

t 

±£4y*» (2 0 0ml) N--7'P^^^ W 5 K (17.8 g) *3«fctf2, 

2'-T^t*^W y^fD= hP/V (4 9 2mg) (DM&^Mtl, 6.5 

#Ut, 5$&tfNrT$lftL7t 0 M£N, N-^f;^M7^F (1 
15 0 0ml) IML, ^TWbtMi^ (9.86g) »;L, ^VST- R£H# 

f;V(DlJ7 J±t (g^^/l^; n -^3rlJ-> = 1 : 6-»l : 

4) Tffi^LT, &T©«£fc£^1-5«®fc£'fe (11.78 g) &#fc c 
20 TLC:Rf 0.20 (n-^fy : R»sf/Vs9 : l) ; 

NMR(300MHz, CDC1 3 ): 6 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s,2H), 2.32 (s, 3H) C 



##112 
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P 



CN 



T;^=f>m»fbT^ ,##f!llT^itt^^#» (11.7 g) OM^^ (6 0 

5 mi) Mmiz s ikm-TY])*?^ (2.3 g ) ^mm^nxM^, 5o°ct2b# 



fe^^ B B H Sr7X (3.0 Om 1 ) fcmMLtZo. 2NMT'pH4^U ffim^ 

10 ftttl^ft5 r li{^fe (12.06 g) <Hffc 0 

TLC : R f 0.45 (n-^f->- : g|-jfc;n?vl>= 1 : 1 ) „ 

/^/B(OH) 2 



3-^np-4-7 r D^-7^y-/K2.14g)C>to7k7 L l«7kKP77^(l 
Oml) »SKSr- 7 8tU:#*PU 1.56M©n -r/^THJ J*/^*^^ 
(6.5ml) ^£MTU 3 0^^Jt#L-fc o fc, *»7i£MM 

y^atVP (2.3ml) &»TU - 7 8°CT*2B#TO#Lfc 0 SJC&jg^^ 



TO#Lfc 0 SJ^^^«^^ (4 0ml), SrJB^., 2.5WU $ 



15 
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t-^Wf;^- 1 f)\> (4ml) T»U VtMLX^&Tf(0- 

tmmzG'tzmMikGm (esimg) *nit 0 

T L C : R f 0.55 f W : * $ J —JV= 19:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.4Hz, 1H), 6.93 (d, J - 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, lH),3.79(s, 3H) D 

4- (2-^ P n-4 Y*\/7aL~;V) - 5 - ^ ?vU>f y 3r -tf-yV- jl> 



10 3 "T?8i5£ Lfc-ft^ (6 4 4mg) , 4 -3- K~ 5 -/f ;W V 

W-/K6 5 8mg) s *5±t/jR»*#^ h IJ (7 9 1mg) (D'v 5 

y (2.5m 1 ) /tK (2.5m 1 ) fflHBftl^ X h 7 h y 7 

fr-frxyjV^yWJ* (3 6mg) 8 0 °C~C 1 6 WTm\W,W Lfc 

15 G&£Lfc 0 3?fc©*r8SJi£#8liU &fq£:£*T*ifefrU ««^-hyi? 

^"CffifflSft, »«Lfc„ »>!i^W7^D-7f^77^- (n- 

-^rf-^ : @^cn^= I9:l-»15:l) "CWftlU £iT©tlttfi^ll 

i"5«H^b^* (6 3 7mg) &»fc 0 

T L C : R f 0.44 (n -^^fy : SK^f ^= 3:1) ; 
20 NMR(300MHz, CDC1 3 ) : 8 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 

2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) 0 




mm 5 
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l-v'Ty-l- (2-^pd~4-^ h*i/-7 -fxiA-y-2-is- 




.0 



CN 



#%ff|4T;^Lfc^fe (6 2 3m g) '<D/f J-fV (2.8m ] ) W&\^ 
5 1.5M^hy ^A^ h^^K/^^y-^M (2.8m.l) ^P^ N ^T4Bf 



/I' (l Om l Ti5fc^Lfi 0 zfcJlJ;:4 N&Ifc (lml) £2in;tT N 

io uT<D®mm*&'tzmm4k'&to (4 9 7m g ) 

T L C : R f 0.13 (n-^^-y-^ : W^^-/u= 3 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 

(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) 0 

15 ##ffil6 



HN— N 




OCH 3 



#%^!|2-eM5tLfcfk^ (8.63 g) ©f/ny (2 0 0ml) Wt 
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!. 

i 

m (8.0ml > fc'tt-t^t K7^>- 17K?P#J (4.5m l ).'^P^lfc 0 ^J^M^t) 

& 5.5 B#^3im tv $ b \zmu.x*-®.mwlfro %i&m&%mm u 6 

N^»*U Hilif-^/ n -^*-f > (30ml/30ml)i Xim t 

(8.38 g) £#7c c 
T L C : R f ' 0.30 .(^ n n : p< J -)V= 9:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.08 (d, J = 8.0Hz, 1H) : 6.84 (d, J = 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H);2.18 (s, 3H), 2.07 (s, 3H) C 

0 

mw\ 1 / : ■ • 

8-t Ko^ri/-2-^f^-3- (2-*?-fr-4-* h*->7^~^) 
-6, 7-^bKn-5H-i/^n^ [d] lf7/o [1, 5- a] t c 



OH 



15 




0%W6Xm&Ltc4k&m (5 0 0mg) ©g£H (3ml) W'ifcfc, is? 

v^<y?;y- 2 -tj^v^^^^-^^ (0.40m 1 ) 3m?$M 

ml ; 2 : 1) £;tefc 0 #fft Ut3£iH£5Bl U ^^.f-)V^=f jV/ n~ 
20 ^Mf^ (1 Oml ; 2 : 1) XWfr\-s ft«UT % ^TOtM4|t£^-f 5 
tfUlb^fe (4 8 Omg) £#7t 0 
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T L C : R f 0.47 n u fc/Uj* : jl $ j ~;V= 9:1); 
NMR(300MHz, DMSO-d^ : 5 11.90 (br s, 1H), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz 5 1H), 6.S3 (dd, J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 1 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) D 



8-^Dn-2-^f/V-3- Y*i/7^=.;V) -6, 

T-v'tKP-SH-^B^ [d] t°7yn [l, 5 -a] 



MMMl -VM^Ltzit^ (4 0 Omg) (DY)V*-V (4ml) WMm^, 
ttid&itD > (0.60ml) te&W^J-jVT-D > (0.25ml) ^H^L, 1 

n-^*V>=l : 3-*l : 2) TffiMLT, OT<2#HM£W1-5IIlI'fb 

(4 1 lmg) &#fc 0 
T L C : R f 0.52 (n : @^I^^= 1:1) ; 

20 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m : 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 
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2.15(s,3H) 6 

mm 2 

8- (3-^f^75y) -2-^^/U-3- (2-^^-4-^ h^r 
5 ^7^-^) -6, 7-^kKo-5H-^0^ [d] fy^/p [i, 
5- a] fJJ ^ W 



&%M7X*m&Ltz4k'frm (1 5 Omg) % *5 3 5 ^ (0.6 

m 1 ) (Dm&m*: 1 4 0°CT 1 ftlMftft Lfc. KJ&»-&Wfc} | &*P«; VP Z> 

10 ^;KO*7^^o-7h^77>f- (|ftxf;l/ : n — ^dff->= 1 : 3) T* 
flf«Ut\ £lT©»tt*Sr*i-5«IIWb^» (1 6 9m g) «r#fc 0 
TLC : Rf 0.57 (n— : ltI^^/^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J = 7.0Hz, 2H), 2.89 (t, J = 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02(m,6H) o 

Hi 2 ( 1 ) - 2 (3 6 5) 

1, 2-y^f-^-4-^ ffi^tZik&m* 




OCH 3 
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!, 

-tot, &T,<D{k&®*mz 0 

i 

mm (1)' . 

8- (N-^^-N-n-^/U7'^V),-2-^ h 3 - (2 

— fZ-JV-r'A-* h^r^7x^) -6, 7 - v>t Kd - 5 H —*y# 
? [d] t"7/n [1, 5- a] t°y$v^ 




OCH 3 

TLC : R f 0.43 (n-^^rf-^ : gM^^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = S.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz, 3 H) 0 
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mmm2 (2) . ■■ . ■ 

-3-(.2'^^^-4-n^7x^) —6, 7-v?tKt3-5H- 

i/^p-<^^ [d] fr/n [i, 5- a] fc° : y$v^ 




OCH, 



TLC : R f 0.80 (n-^^rf-y : I^St^f"/l^= 1 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz ; 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98,(t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3 H), 2.15 (m, 2 H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz, 3 H) c 



15 



SML2 (3) 

8- (3-^yf^7^y) -2-^^-3- (2-^^-4-^ 
i/7aL=./U) -5, 7-v^hKn-f-^y [3, 4-d] t'y/n [l, 5 
-a] fyv^y 
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OCH 3 



TLC : R f 0.51 (n-^^tf-V : g|®^c^vu=2 : 1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H) ; 6.86 (d, J = 2.5Hz, 1H) ; 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 ,(d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H). 

(4) 

9- {Z-^yfjVTK J) fvw- 5 - {2-*<f-jV- 4 

i/y^^/U) -2, 3-v?tKn-fx; [3, 2-d] [1, 5 

- a ] t° y * ^ 




0CH3 

T L C : R f 0.40 (n -^f-y : |^^^/W= 2:1) ; 
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NMR (300MHz, CDCI3) : 5 ■ 7.15 (d 3 J = 8.5Hz, 1H),'6.85 (d, J - 3.0Hz : 1H), 6.79 
(dd, J = &.S, 3*0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 
3.20 (m. 4H); 2.30 & 3H), 2.18 (s, 3H), 1.82-1.56 (m 4H), 1.03 (t, J = 7.5Hz, 6H) 0 



5 mmmz (5) ' • 1 • 

8- (3-^^/VT5/) -2-tf-jU-B- (2-^^-4-^ 



i/y^=.^V) -5, Kn-7D [3, 4-d] t'yy'n [ 1 , 5- 



10 TLC:Rf 0.33 (13-^^:^x^=2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H) ; 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

mm\2 (6) 

9- (3-^^^^T$y) -6-p<^-5- (2-^f/V-4-n^f 
$/7:t=/l/) -2, 3-^tKn-7o [3, 2-d] t^/n [l, 5- 

a] k°y 




OCH 3 
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TLC.Rf 0.43 ( n : @£@£;n^v^= 2 : l) ; 

NMR(300MHz : CDC1 3 ) : 8 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H), 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2. 19 (s : 3H), 1 .90-1.70 (m, 4H), 1.04 (m, , 
6H) 0 

t 

mmm2 (7) 

9- (3 3 - (2-^^-4 -t 5 b=¥ 

10 i/^^/l/) -5, 6, 7, 8-Th7tFn-k'7y f o [3, 2-b] ^ 




OCH 3 

T L C : R f 0.45 (n -^dM^ : fi&^J-jV= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 13.04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J f 8.5Hz,' 
1H), 6.96 (d, J - 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (m, 2H), 2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.88-1. 64(m, 8H), 0.91 (t,' 
J = 7.5Hz, 6H) C 



H»J2 (8) 

6-^^-5- {2-**3-JV-4-t t>^V7i=^) -9- [ (2S, 
4 R) -4 h^r->- 2 h^TV^ ^/Vt°D y v^- 1 - 2, 

3-i?tFn-7o [3, 2-d] t^/n [1, 5 -a.] t'Vl^v^ 



T L C : R f 0.24 ( n : It^^^vl^= 1:1) ; 

NMR(300MHz, DMSO-d 6 ) : 5 7.09 (d, J - 7.5Hz, 1H), 6.90 (d, J - 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J = 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95(m,2H)o 

mmm2 o) 




och 3 
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9- (3-^^7-;/) -6-/^-5- (2-/f-;\s-4-/ 
i/7 3L=^:;V\ - 2 , • 3 -i?fc Kn - t°n n [ 3 . 2 - d J t c 7 [ l , 5 

-a] truss?;/ 

• • i 




OCH 3 



5 T L C : R f 0.37 (n : g^^W^= 1 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6,78 
(dd, J = 2.7, 8.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), .3 i 06 (t, J = 8.1Hz, 2H), 2.30 .(s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H) 0 

10 

mm 2 (10) 

3- (2-^/V- 4-^ h^rv-y^^^) -8- [ (2 S, 
4R) -4-^ h^v— 2-^ Y^x/t^jVVv ]) i>y- l -4)V\ -6, 
7-^kKo-5H-^n^ [d] [1, 5- a] h^^v 5 

15 ^ • 
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I, 

i 



'4, • ' 




T L C : R f 0.30 '( n V : /l>= 1:1) ; 

NMR(300MHz, CDC1 3 ),: 6 7.15 and 7.07 (d; J = 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d ? J = 2.7Hz, two comformers, ]H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.30 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H)o 

10 jjj 2(11) 

2-/^-/^-3- (2-^^-;^-4-p< y-$r-y7 -8 - [ (2S, 

4R) -4-^ h*ls-2-/ Y*i/*7-/i>\fv 3 1 -4^1 -5, 

7-i?tKn-7D [3, 4-d] fr/o [l, 5-a] \?y$i?y>M. 
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HaCO^ 



N 




OCH 3 



T L C : R f 0.22 ( n -^3ff->' : &&3L?'jV= 1 : l) ; 
(300MHz, DMSO-d 6 ) 7.10 (brs ; 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, .1 = 10.8Hz 1H), 4.85 
5 (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 , 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 

t 

2.25 (m, 1H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) C 

MMM 2 (12) 

10 6 - ^ ^jV- 5 - (2-^^/1^-4-^ h^r^7^-/l-) -9 - [ (2 S, 
4 R) -4-/ h*i/-2-t b^rv-^^t'n y v^- l - 2, 

3-ytFD-h'nD [3, 2-d] h'y^/u [1, 5 -a] ^Uv^ 

HgCO^ 




OCH3 
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TLC : R f 0.43 (fuufc/UJ* : * $ J — ;V=2 0 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t s J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9:6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s, 3H), 3.09 (m, 2H), 2.24-2.40 (m, 4H), 2.18 (s, 3H), 2.01 (m, 1H) 0 

mmm 2(13) 

8-^ y^uM°;VT \ J - 3- (2- 4-/ 

^-/V) -5, 7-i?kFn-7n [3.. 4-d] t°yy'p [l, 5 -a] 
10 t°V*i» • 




TLC : R f 0.34 (n-^-fy :m^=^f-^=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : <5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J = 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) 0 

8- [ (2 S) - 1 , 1 -v^ h^-U-ffy- 

(2-^^-4-^ b^rv^ * =-;V) -5, 7-^kKn-7n 
20 [3, 4-d] \??V°u [1, 5-a] fc°JJ*v>> 
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• 




OCH 3 



T L C : R f 0.26 (n : BM^^= 2:1) ; 

1 

NMR (300MHz,. CDCI3) : 5 7.15 (d, J = 8.1Hz, ,1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H); 6.57 (brd, J= 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, ' 
5 J = 9.9Hz, 1H), '4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 (m, 1H), 1.68 (m, 1H), 1.04 
(brs,3H) E , ,„ 

H»]2 (15) 

10 8- [ (2S) -1, 1 — h ^v'^^ >~ 2 — f 7^y-2-^f 
(2 -^^-4-p< haf-^^^^/i^) -6, 7-^tKn-5H 
-v^p^^ [d] t'yy'n [1, 5 -a] t°y*i>y 




OCH3 
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TLC:Rf 0.30 (n-^f-f-y : Bfcg^^v>=2 : l) ; 
NM R (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 
(dd, J = 8.1, 3.0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H),' 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.3Q (s, 3H), 
5 2.18 (s,3H), 2.13 (m, 2H), 1.86 (m, 1H), 1.65 (m, 1H), 1.04 (brs, 3H) C 

mm\2 (1 e) 

8- (1, Y^"yfu/<>- 2 — I'/I") J- 2-^f-jV-Z - 

(2-^f^-4-^f^y7x^V) -5, 7-v i tKn-7D [3, 4 

10 -d] t°7y'D [1, 5 -.a] t'D,?^ 

J3CH 3 



NMR(300MHz, CDCI3) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H) 0 

mmm 2 (17) 



8~t°X (2-/ h=*rv-3LfvV) 7 *y -2-/9-/U-3- (2-^^vV- 
4-^ h^V7x^;l/) -5, 7-^tKn-7P [3, 4-d] t°7^n 




TLC:Rf 0.42 ( n -^^f-y : «^^= 1 : l) 
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[i, 5-a3/t o y 



H 3 CO 




OCH 3 



o 



OCH3 



T L C : R f 0.24 ' (n -^-fV : tft&x.<?jl,= 1:1) 



NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 



3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H)„ 



mmm2 a gj 

8- (1, h^->/o^-2->f^) 7U-2-^f/V-3- 

10 (2-^^-4-^ K">7i^) -6, 7-^tFo-5H-i/^P 
[d] f7V f o [1, 5- a] h°y?v> 

.OCH3 



T L C : R f 0.53 ( n -^rf-> : Rflfcc^/l^ 1 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 

72 
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(dd, J - 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H), 3.50 (d, 
J - 5.4Hz, 4H), ! 3.30 (s, 6H), 2.99 (t, J = 7.2Hz, 2H), 2.76 (t, J - 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 . (s; 3H), 2.01 (m, 2H) 0 



5 mMM2 (d 9)' 



10 TLC : Rf 0.41 (n-^t> :Hftif;U=l : l) ; 

NM R (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H) C 

15 

mMM2 (2 0) 



(5RS) -8- (3-^>W;;) -2, 5 -v^^-3- (2- 
h 3^:7^-/1/) -5, 7-v?t Kp-7o [3, 4-d] 
t'y^n [l, 5 -a] fc°!) =• • 



4-^ MfS^aL^AO -6, 7-i^tKD-5H-^o^ [d] t° 



7^0 [1, 5 -a,] t°U 




i 1 



OCH3 
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OCH 3 

TLC:Rf 0.44 (n : gf^aij-;u= 2 : 1 ) ; 

NMR(300MHz. DMSO-d 6 ) : 5 8.71 (br s, 1H), 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6.85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J = 10.0, 2.0Hz, 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (ra, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), , 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) C 

WfcM 2 (21) 

8- (3-^yf^7^y) -2-^^-3- (2, 4-v ; ^PD7^^ 
10 ;v) -6, 7-i?kKn-5H-^P^ [d] t°^y*n [ 1 , 5 -a] 




T L C : R f 0.50 ( n ^-fy : ^m^^= 2 : 1 ) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.5,0 (d s J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29 
(dd, J = 8.5, 2.0Hz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H)o 

Hi 2 (22) 

8 - ( 3 -^fjVT% J) - Z-t^fV- 3 - ( 2-^^-/1^-4 b=¥ 
i/y^^;V) -5, 7-^tKo-t'DD [3, 4-d] t'yy'P [ 1 , 5 

-a] 




OCH 3 

T L C : R f 0.48 (^ o o ^/U^ : 7< ^ / — /U= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1H, 1H), 6.86 (d, J - 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H)„ 

SMjj 2 (23) 

8-^^T^y-2-^^/U-3- (2-;*fvV-4-^ 

JV) -6, 7-^Ko-5H-^n^^ [d] t°7^n [l, 5-a] 

try 
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T L C : ,R f 0.67 ,(n : @^m^= l:l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J. = 7.2Hz, AH), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) 0 

mm 2 ( 2 4.)., 



8- (N-^^U-N-n-y^T5 J ) (2, 4- 

10 ^nn7i=;k) -6, Kn-5H-^P^y^ [d] ty^ 

n [1, 5- a] t°y 



TLC: Rf 0.78 (n-^f^ :|i|if;V=l : 1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 





OCH3 



76 
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I 

i 

2.91 (t, J = 7.7Hz;' 2H)„2.33 (s, 3H), 2.19 (s s 3H), 2.13 (m; 2H), 1.55 (m, 2H), 1.32 
(m, 2H), 1.17'tt,' J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) 0 

mm 2 (25) • ' 

5 8-v ? V^ta7 t PtW^^T5;y-2-^V/V-3- ( 2 - ;>< f"A— 4 - 
p< hdrv'^^V) -6, 7-i^t:KD-5H-^^o^y^ [d] 
n [l, '5 - a] t°y ^ i?> 




och 3 



T L C : R f 0.40 ( n -^f-#-> : 3:1) ; 

10 NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) C 

15 mmm 2 (26) 

8- (N-^n fcVl'-N- (2-t Kp^v^^/u) 7^7) -2-^ s f-?V 
-3 - (2-/^^-4-* h*-y7*~M -5, 7-i?K FP-7D [3, 
4-d] [1, 5- a] t-y^v'^-^m 
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T L C : R f 0.26 (n —v=3rf-> : IM^f"^= 1 : 2) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.4Hz ; 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, ] H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H),. 
2.1 7 (s, 3 H), 1 .63 (m, 2 H), 1 .00 (t, J = 7.5Hz, 3 H) 0 

mtm\ 2 (27) 

8- (3— <>f-jVT^J) -2-* (2-^^/V^4 
10 f^7x-;H -6, 7-^tKn-5H-^nXy^ [ d ] 

y 4 p [l, 5- a] t°y 5 v>> 




T L C : R f 0.27 (n— ^dp4}-V : »^^V=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.5Hz. 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 
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(dd, J = 8.5, 2.5Hz, 1H) 5 6.32 '(d, J = 10.5Hz, ,1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H) 3 
3.81 (m, 1H)'^.37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) 5 2.91 (t ; J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (rri; 2H), 1.80-1.53 (m, 4H), 1.08-0.94 (m, 6H) 0 



5 



■mm 2 (2 8) 



8- (3-^W5y) - 2-.?<?Vl'- 3 - (1, 



-6, 7-S?t Ko-5H-^d^ [d] t°7>/p [1, 

5- a] ^y.v^y, 



10 T L C : R f 0.61 ( n : %&tx.?-jV= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J = 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J = 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H), 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00(t,J = 7.5Hz, 6H) C 

15 

Hi 2(29) 

8- (3-^W$y) -2-^^-3- (3, h$->7 
~JU) -6, 7-i/tKn-5H-^n^' [d] b'^y'n [l, 5- 

a ] 
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OCH3 



TLC:R f 0.56 (n-^^r^> : 1 : 1) ; 

NMR(300MBz ; CDCI3) : 6 7.29 (d 5 J = 2.1Hz : 1H), 7.19 (dd,. J = 2.1, S.lHz, 1H) ; 
6.96 (d, J = 8.1Hz ; 1H), 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) C 

Hi 2 (30) 

8-^nyDt>7?y-2-^f^-3- (2-7^^-4-^ h3^> 
10 7 ^=-)V) -5, 7-^tKo-7P [3, 4-d] t7^D [l, 5-a] 



HIM 




OCH3 



TLC:Rf 0.33 (n-^fy : ^if/l/=3 : 2) ; 
NMR(300MHz ; CDCI3) : 5 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H) 3 6.79 
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(dd, J = 8.1, 2.1Bz, 1H), 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 2.30 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) 0 

mmm 201) 

5 8- (3— O^/VT^ S) -2—i/9 (2-^^-4- 
* Y*i/y ^-JV) -6, 7-^tKn-5H-^P^ [d] M'yV 
n [1, 5 -a] 




T L C : R f 0.62 (-<>if V : I1^nfvU = 5:1) ; 
10 NMR (300MHz, CDC1 3 ) : 5 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) e 

15 mmm2 o 2) 

8- {Z-^^-JVT% J) - 2 ~^)V- 3 - (2-^^-4-^h^ 
i^^-y^) -6, 7-v?tFP-5H-^P^ [d] fc°?y*P [l, 
5 -a] 
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I, 




OCH 3 ' 

I 

i i 

t 

TLC:Rf 0.59 (^yif y : @^oif-^= 5:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8:1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz,. 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t, J = 7.8Hz, 
3H) C 

mt&M2 (3 3) 

10 8- (3-^f;V75;) -2->ry7 B PtW- 3- (2-^^-4- 
^ b^i^y^^y^) -6, 7-i/t Kn-5H-V^n^y^ [d] 
n [1, 5- a] f Jf .j£gg|fc 




OCH 3 
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!, 

i 

T L C : R f 6.60 (n -^^^ : g^:rfvl<= 3:1) ; 
NMR(300]^Hz, CDClj) : 5 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J = 
2.4Hz, 1H),'6.'81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3149 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7!2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz, 3H)c 

r 

i 

mum 2 (3.4). , 

i 

8- {2-^;V7*J-;VT ^ J) -2-^^-3- (2-^^-4-^ 
10 f^i/7a=M -6, [d] t'7 x /o 

[i, 5 -a] - mm 




T L C : R f 0.55 (n-^^> : #g^fvv= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H% 

||g 2 (35) 
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4 Y*ri/7^=.}V) -6, 7-^tKn-5H-^o^ [d] f 
7^P [1, 5-a] f JJ ■ J£|&£ 




OCH 3 



5 TLC:Rf 0.31 (n-^t^ : RS^xf 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (brd, J = 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz : 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05 (t, J = 7.5Hz, 3H) 0 

mifem 206) 

8- (N-^/l'-N-v^ tVl'T^ /) -2-^^-3- (2- 

^3-;V-4-^Y*is7^=.;V) -5, 7-^tFo-7P [3, 4-d] 
15 [1, 5-a] t^^v^V 
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och 3 

TLC : R f 0.16 (n -^^^ : ff&L^?-/V= 3 : l) ; 
NMR(300MHz : CDCI3) : 6 7.14 (d, J = S.lHz. 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m : 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) 0 

mtm\ 2(37) 

8- (3-^^/U7^y) -2-^^-3- (2, 4-^f/V7i- 
/V) -6, 7-5?kKD-5H-^n^ [d] Vy^/v [l, 5 -a] 
10 fUSS^ 




CH 



T L C : R f 0.50 : ffi&x.J-jv= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 
6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H),.,2,31 (s, 3H), 2.18 (s, 3H)> 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
(m, 6H) C '4. i ' " 



2 (3 8) 



8- (3 -^.^/UT^ >) 3- (2, 5 -v^fvV^zi 

)V) -6, T-^tKD-SH-^n^ [d] t c 7 N /n [l, 5- a] 




10 



TLC : Rf 0.54 (n -^^rf-^ : @t@f^^/^= 3 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1 .07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 



15 mmm 2 (39) 

8-v-^ X2zf^;VT 5 / - 2 -p^A— 3 - (2-^^-4-^ h^r^7 
01=/^) -6, 7-^kKn-5H-^o^ [d] M'yVn [l, 5 
-a] t°y >v?y 



86 



WO 02/053565 



PCT/JP01/11581 



HN 




och 3 



TLC:Rf 0.36 (n-^f y : il^f;U=3 : l) ; 
NMR(30(MHz, CDC1 3 ) : 5 7.14 (d, J = 8.7Hz, 1H), 6.85 (d, ,J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, AH), 
2. 1 6 (s, 3H), 1 .90-1 .70 (m, 2H) C 

HffcflU 2 (40) 



8- (N-xf;U-N-^P^l/7^;) -2-p«^U-3- (2-^ 



T L C : R f 0.38 (n : g^rfvl^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.12 (d, 3 = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 

87 



10 ^-)V-A-^ Y*\/y - 6 , 7-v>t Ko-5H-^n^[d] 



[i, 5-a] t°v -mmm. 




0CH3 
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I. 
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(dd, J = 8.7, 2.7% 1H), 4.74 (m, 1H), 3.99 (m, 2H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98(t, 4=, 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m,2H), 1.1,6 (t, J = 7.2Hz, 3H) D 

5 mmmz up, 

8- '(/n/^-l, 3— 5^--vW-2-^/lO 75;-2-^^-3- 
4— p« b^^7a:=./k) -6', 7-^kKn-5H-^P 
-<V$ [dj'kyyn '[1, 5- a] t°y^v>> 




OCH 3 



10 T L C : R f 0.44 u D /JWA : ^ ^ 7 — /V-= 9:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H) : 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J - 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H), 2.11 (m,2H) 0 

15 

M1&M2 (4 2) 

8- (3-^yf^7^;;) -2- ( 2 - 7 y /i/) -3- (2-^^-4 

K^7i=/V) -6, 7-^kKo-5H-^D^ [d] t°y 
i/n [l, 5- a] tfJJ 



88 



WO (12/053565 PCT/JP01/U581 
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TLC : R f 0.33 \n-^$-f> : ffl&x.?-jV=A : 1 ) ; 
NMR (300MHz,' CDC1 3 ) : 8 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz : 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 
5 3H), 3.82 (in, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 

(s, 3H), 1.70,(m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) 0 

* ' " 

mmm2 us) 

8- (3-^^/VT^y) - 2-7i-;V- 3- Y 
10 ^a^-e, 7-i?tKD-5H-^D^ [d] k^^P tl, 

5 -a] try sv 5 :/ -mm& 




och 3 

T L C : R f 0.41 (n -^f-y : |^ac^;V= 4:1) ; 
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NMR(300MHz. CDC1 3 ) : 6 7.59-7.54 (m, 2H), 7.45-7.19 (m, 5H), 6.88 T 6.82 (m, 
2H), 4.04 (m, 1H) 5 3.85 (s, 3H), 3.55 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05 (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz,' 
3H) C 

mmw 2 (44) 

8- (2-^f;V7^;xf/v) 7^y- 2-^^-3- (2-^fvV. 
-4-^ hdr->7x^) -6, 7-^kKo-5H-^n^ [d] 

t°7y*p [i , 5 - a] t°y ^ 




TLC : R f 0.30 (MAWf-Vy : / ? / —;V= 19:1) ; 
NMR(300MHz, CDC] 3 ) : 5 7.15 (d, J = 8.4Hz, 1H) S 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) C 

mtm 2(45) 

JV-Z- (2 -t^jV-A-f y*i/7^=L,v) -6, 7-^tFn-5H 

20 -i/fv^y? [ d ] fr/p [l, 5-a] \i°y*i/>- 2mm 
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TLC : R f 0.46 (M.iktJ-U^ : /U= 9 : l) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 5 0.1ml) : 6 7.42. (d, J = 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t, J = 7.5Hz, 2H), 3.85 (t, 
J = 7.5Hz, 2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J = 7.5Hz, 2H), 2.80 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1 .90 (m, 2H) 0 

gjjjfefll 2 (46) 

8- (N-^^-N- (2 -*?*?'A'T fr) T^y) -2-/^- 

)V- 3 - 4 h ^2/7 31^10 -6, 7-v^kKn-5H 

-i^n^* [d] f7)/a [1, 5-a] t-D^v 5 ^ 




OCH 3 

TLC : R f 0.46 (ffltt^U^ : t # S 9 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 

91 



WO 02/053565 PCT/JPO 1/1 1581 

!. 

(dd, J = 8.4, 2.7UZ, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, ,2H) : 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J = 7,5Hz; 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 = 7.2Hz, 2H), 2.3 1 (s, 3H), 
2.25 (s, 6H), 2.17 (s,'3H)/2.12 (m, 2H), 1.17 (t, J - 7.2Hz, 3H) 0 

5 $mw2- (47), ■ .. • ; 

8- '(4-^Zff-/UT^ y) - 2 - /^JU~ 3 - (2-^^-4-^ h^r 
v'^^-yu) -6, 7-^tFn-5H-^n^ [d] t°yy*n [1, 

i 

5- a] \*9$.i?>-msm 




10 TLC : Rf 0.50 (n-^t> : ^fxf ;u=3 : i) ; 

NMR(300MHz, CDC1 3 ) : 8 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H) ; 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 

15 7.2Hz, 3H)„ 

2 (48) 

8- (2-7^75/) -2-^^-3- (2 -7«^-4-^ h^iX 
7^-/U) -6, T-v'kKo-SH-^D^y^ [d] t°yy*n [1, 
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5- a ] bTJJSW. 




T L C : R f 0.40 (n -^^rfy : gfixf 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.36 (brd, J = 9.9Hz, 1H), 7.12 and 7.11 (d, J = 8.4Hz, 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 119 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1 .08 (t, J = 7.2Hz, two comformers, 3H) C 

10 2 (49) 

8- (N-^D tVV-N-i/^ xnzfxn \?;V?J-jVT ^ 7) - 2 -^fvV- 3 
- (2~^=f-)V- A-J- y-Zri/y au~)V) -6, Kn-5H-^ 
p-<>^ [d] [1, 5- a] fc°y 5 v>> • 




OCH 3 
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T L C : R f 0.42 (n -^^r^V : g£S|j:fvU= 3:1); 

i 

NMR(300MHz, CDC1 3 ) : 8 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, ]H), 3.88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 ' 
(m, 2H), 2.19 (s, 3H), 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m, 3H), 0.62 (m, 2H), 0.26 

i 

5 (brs,2H) D 

H»']2 (5 0) 

8- -3- (2-^/1—4-^ h^>;7^^) ' 

-6, 7-^tKn-5H-^n^ [d] t^^o [l, 5-a] t c 

i 

io v^^y-mm^ 




och 3 

TLC:Rf 0.46 (n-^f>:^if/V=3 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 6 9.25 (m, 1H), 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
15 3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) 0 

H»j2 (5 1) 

8- [ (2R) 2-' f/U] T^y-2-^^-3 
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I 

v^y$ t°7 y p [ 1 , 5 - a ] t° jj ^ v 5 ^ • 




T L C : $;f 0.21 (n-^i-y : ffl&3L?-jy= 3:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H) 0 

10 

HMff'J 2 (52) 

8- [ (2S) -l-^ Y fy- 2-4 )V\ 7%J -2-* s f-jv-?> 
- (2-^5^-4-^ h*V7s=/l/) -6, 7-i?kKn-5H-i/^ 
d-O-* [d] k"7^P [1, 5-a] WKVy - 
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och 3 



• HCI 



OCH 3 



TLC : Rf 0.21 (n -^^V : gfl8:t?7l"= 3 : 1) ; 
NMR(300MHz ; CDC1 3 ) : 8 7.59 (brd, J = 10.2Hz, 1H), 7.11 (d, J - 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz ; 1H), 6.81 <dd, J = 8.4, 2.7Hz, 1H), 4.19 (m ; 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m s 2H), 3.48 (t, J = 8.1Hz, 2H) S 3.44 and 3.42 (s, two comformers, 3H), 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1 .08 (t, J - 7.5Hz, two comformers, 3H) D 

Hj&ffiJ 2 (53) 

7*= AO -6, 7-^kKD-5H-y^n^ [d] fc 0 7 N /D [1, 

5- a] t°y 5: 




0CH3 
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TLC : R f 0.30 (n-^f^ : ftKxf^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J - S.7Hz, 1H) S 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3. 1 5 (t, ' 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H),'2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 ,(m, 4H), 
5 1.95-1.65 (m, 6H)c 

||I2 (5 4) 

8- (3-'<yf/l'7 5 7) - 2-J-*f)V- 3 - (2, 4-^7/^P7i 
-6, 7-^tKn-5H-^n^ [d] <9/n [l, 5- 
10 a]t"H^ 



TLC : R f 0.57 ( n -<^*?f> : Bfflfct^Vl^ 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.50 (ddd, J - 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J - 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H) C 

1112 (5 5) 

8- (3— <^/U7$ /) -2- bJJ 7;Vto^ fvl'- 3 - 
-4-^^7i=;V) -6, 7-^tKD-5H-^n/<y^ [d] 
20 t°7/P [1, 5 - a ] tT JJ 5 • jftitjft 

97 
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i 




T L C : R f 0.42 ,(n —^^-f > : I^^^/V= 3:1) ; 
NMR(300MHz: CDC1 3 ) : 6 7.33 (br d, J - 10.2Hz, ,1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 3.56 (m, 2H), 3.20 (ra ; 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 

mtm\2 (5 6) 

8- (N-^fvW-N- (2 h^i/oi^) 7^/) -2-^^-3 
10 - 4-t Y^-yy^=-)V) -6, 7-^tFo-5H-^ 

v^$> [d] t°7^n [i, 5 -a] t°y > 




OCH 3 



TLC : Rf 0.20 (n-^fy : i^xf ; v=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J - 2.7Hz, 1H), 6.82 
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I, 

i 

(dd, J = 8 ; 4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.M, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2. 1 8 (s, 3H), 1 .38 (t, J = 7.2Hz, 3H) D 

5 m&M2 (5 7)' 

i 

-6, 7-v>t Ko-5H-y^n^ [d] t°yy*P [1, 
5- a] h'y.^p^, 




och 3 

10 TLCrRf 0.30 (n-^i-y :ffim^Jl'= 3 : 1) ; 

NMR(300MHz : CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1,2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H), 3.81 (s, 3H), 3.80 (m, lH),3.10(t, 
J= 7.2Hz, 2H), 2.88 (t, J= 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.1S-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) 0 

15 

%MM2 (5 8) 

8- (N-yntVl— N- (3— <y^) T^J) - (2 
-/J-;v-4-t Y*i/7^=-;V) -6, Fn-5H-^n^y 
* [d] t°7^/p [1, 5-a] t°!J -l^fe 
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T L C : R f 0.43 (n ~^*-fy : f^z^^-jv- 3:1); 
NM R (300MHz, CDCI3) : 5 7.14 (d. J = 8.1Hz, 1H). 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J = 7.5Hz, 2H), 2.30-2. 1 5 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1 .70 
(m ; 4H), 1 .42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) C 

1 

mm 2 (59) 

8- (3-^V^/^T^y) -2-/^-3- (4 Y^y^iV) 
10 -6, 7-^kKn-5H-^n^ [d] [1, 5- a] t c 




OCH 3 



T L C : R f 0.57 ( n : %ftfc^J->\,= 2:1) ; 
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NMR (300MHz, CDC1 3 ) : 6 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10' 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m 3 4H), 1.00 (t, J = 7.2Hz, 6H) 0 ' 

5 mm\ 2 (60) 

8- - 2 -4 y^o 3- (4-^Kv/7x 

-6, [d] t e 7 N /n [l, 5- 

a] t°V 



10 T L C : R f 0.54 (n -^-fy : f^oi^-/P= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.48 (d, J = 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) 0 

15 

iii 2(6D 



8 - t --ff/UT ^ J - 2 - * J-jv- 3 - ( 2 -tf/V- 4 - ^ h i/y s. 

-6, 7-^tKn-5H-^D^^ [d] t'yy'n [i, 5- 
a ] l^H^ 




OCH 3 
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10 




TLC : R f 0.35 (n-^iJ-y : %ftfc3L*}-jV= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (brd, J = ,8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78, (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 
5 (t, J= 7.5Hz, 2H), 2.30 (s ; 3H), 2.18(s, 3H), 2.11 (m, 2H), 1.57 (s, 9H) C 

H»!|2 ■ (6 2) 



8- ( 3 -^l/J-tVT ^ J ) -3- (2, 4, 6- hU *=f-tV7 - 
6, Kn-5H-^n^ [d] fr/n [l, 5-a] 




TLC : Rf 0.58 (n-^$-f> : BB^^= 3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2. 1 3 (s, 6H), 1 . 67- 1 .96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) C 
Hifefl] 2 (63) 

8- (l-^^p/f/Hf/V) 7 ? 7 - 2 - ^fvW- 3 - 
5 4-^ -6, 7 - 5?fc Kn - 5 H- */# u<Of [ d] t c 

7/d [ i , 5 - a ] t- y ^ ^> • m&m. 




OCH 3 



TLC:Rf 0.28 (n-^t^ : 1^x^=3 : 1) ; 
NMR (3001MHz. pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1. 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H), 2.05-1.65 (m, SH), 1.15 (d, J = 6.3Hz, 
3H) D 

15 MMM 2 (64) 

8- 3 - (2, 3-v^fv^-4- 

^ h^riy^i^) -6, 7-^kKo-5H-^o^ [d] t°7 N / 
n [1, 5-a] t°!J ^ 
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i, i 




OCH 3 ' 

1 



T L C : R f 0.37 ,(-0-if> : g^Jnf-^= 10:1) 



NMR(300MHz,CDC] 3 ) : 6 7.08 (d, J = 8.1Hz, 1H),.6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J - 6.6Hz, 2H), 2.88 (t, J = 
5 8.1Hz, 2H), 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (m; AH), 
1.03 (t, J = 7.5Hz, 3H), 1.01 (t, J= 6.9Hz, 3H) C 

c V 

Hjfc#!l2 (6 5) 

8- -2-7^^-3- (2, 5-v ? p<f-/U-4- 

10 ^ f^r->7^^/V) -6, 7-^tFn-5H-^D^ [d] t°7^ 
n [1, 5- a] t°y ^v>> 




OCH3 



TLC:Rf 0.43 H>f> : SHif/l/= 10:1) 
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5 



»J2 (6 6) 



8- [N- (2, .2, 2- M?7/^nai^;W) -N-^PT'nt'^f 
;v] 7 5V - 2 -}^-)V- 3 - (2-^f7^-4-^ f^V7a=;V) -6, 
7-^tKo-5H->^P^ [d] t c 7y'P'[l, 5- a] t° U 5 v> 



TLC:.Rf 0.62 (n-^#t> : ft»xfA/=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J - 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, 3 = 6.9Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2.18 (s, 3H), 1.03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H) D 

mtm 2(67) 

8- (2, 2, 2 - MJ 17/M-p^^) 75;-2-^f-;l/-3- (2 - 
^f;w-4-^ h^>7x-;i/) -6, 7-i?kKn-5H-^n^ 
20 [d] t°7 N /n [1, 5-a] t^c-v^ 




10 



OCH 3 
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T L C : R f 0.22 (n — ^MJ-> : @»^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz : 1H), 6.75 (brt, J = 7.8Hz, 1H), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H), 2.17 (s, 3H)o 

HfiSfl] 2 (68) 

8- [ (2R) - 1 h*is7*?>- 7^7 - 2 -^fvW-3 

10 - A-^- Y^-iyy ^=.;V) -5, 7-v/kFn-7n [3, 

4-d] k°7^o [1, 5 -a] fy^^^-mitm 



T L C : R f 0.25 ( n -^f- > : |^^ai^7^= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 




OCH3 
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7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 8.1, 2.7Hz, 1H), 5.45' 
(d, J = 9.9Hz, 1H), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, ' 
3H)c 



Hi 2(69) 

8- [ (2R) - 1 Y 2-4 >V\ T^y~2-/^/U-3 

- (2-^f;l/-4-n^>7i^) -2, Kp-7p. [3, 

2 - d ] t'y yu [ 1 , 5 - a ] t e V * ■ »±I 



TLC : R f 0.29 (n-^-fy : Hfl|3:?vV= 2 : l) ; 
NMR(300MHz, pyridine-dj 0.5ml + CDC1 3 0.1ml) : 6 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J = 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 . 

mm\2 (7 o) 

8- (3-^O^T^y) -3- (2, 6-^f;V-4-n^>7x 
~;V) -6, y-^tKn-SH-^n^ [d] [1, 5- 



5 




OCH 3 
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a] try 



Uy, ■ ' 




OCH 3 



TLC : R f 0.33, (n : W^^= 3 : l) ; 

NMR(300MHz, CDCl 3 ): 6 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3 .81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J - 6.9Hz, 2H) 3 2.32 (m, 
2H), 2.14 (s,'6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 .2Hz, 6H) C 

g^M2 (7 1) 

8- (3-^yw^;y) -3- (4, 6-^^-2-^ >^7» 

10 ~/u) -6, 7-5?kKn-5H-^n^ [d] t°r/n [l, 5- 




T L C : R f 0.33 ( n -^^rf-> : g^;cfvV= 3:1) ; 

108 
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I. 

NMR(300MHz; CDC1 3 ) : 6 ! 7.99 (s, 1H), 7.37 (br d, J = 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, lH);\bl (m, 1H), 3.85 (s, 3H), 3.57 (t, J - 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36.& 3H), 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (tj J = 7.2Hz, 
6H) 0 

HIM 2 (7 2 ) 

8- (3-^yf^7^) -2-^^-3- (2, 6-v^^f-/^-4- 
^ -6, 7-i/kKD-5H-^n^ [d] fc°7 % / 

n [1, 5-a'] k'H'^ 




10 OCH 3 

T L C : R f 0.33 (^Vif^ : g^^n^Vl^ 10:1) ; 
NMR(300MHz, CDC1 5 ) : 6 6.68 (s, 2H), 6.21 (d ; J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H), 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H)„ 

15 

mfaM2 (7 3) 

8- (3— <>5vl-7^/) -2-^^-3- (4, 6-v^^-2- 
-6, 7-^tKo-5H-i/^P^^ [d] fy^ 
o [1, 5 -a] t°y 
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HN 



jC 




OCH 3 



TLC : R f 0.33 y : @t|xf^= 10:1); 

NMR (300MHz, CDC1 3 ) : 6 6.75 (m ; 1H) ; 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H) ; 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H) 3 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) C 

1 

mmm2 (74) 



8- (3 -tf-fr^l/fy- Z-4tv) T^y-2-/f-/^-3- (2-^ 
10 Y^-yy - 6 , 7-^fc Kn-5H-V^D^!/^[d] 

t°7 [ 1 , 5 - a ] fy?^- 




OCH 3 



TLC:Rf 0.36 (n— : gfcgfcj.fvU- 3 : 1) 
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I, 

NMR(300MHz;.CDCl 3 ) : 5,8.01 (brs, 1 H), 7J2 (d, J ='8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, 1 H)/6.S2 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H) : 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 
H), 1.55 (s, 3 H), 1.03 (t, J = 7.5Hz, 6 H) 0 

i ■ 

(7 5 ) 

8- (3— s<>?-/VT$y) -2-* 3 - (5-^pp-i, 3-v> 

^-^f-^>'^y-6 l -^^) -6, 7-^tFn-5H-^P^ [d] 

t^yn [i, .5— 'a] try 5^ 




T L C : R f 0.44 (-<^i£> : %m^^= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 6 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)„ 

15 

jij 2(76) 

8- (N-^^vV-N-^^vVVT ^ y ) -2-^^-3- ( 2 - / 
-4-^ h^rv-^^^/H -6, 7-i/tKo-5H-^D^ [d] 
t°7^n [l, 5- a] f y 
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OCH 3 

T L C : R f 0.43 ( n : gfcg&xfvl^ 2 : 1 ) , ; 

NMR(300MHz, CDC1 3 ) : 5 7.26-7.43 (m, 5H), 7.13 (d. J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H) ; 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
5 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 

l 

2.19 (s, 3H), 1.39 (t, J = 6.9Hz, 3H) 0 

2 (77) 

8- (3-^>9v^T^/) - 3 - (2-^od-4- f!)7 

10 ;^P^ f^r^7x^) -6, 7-v>tKo-5H-^P^ [d] 

y n [ 1 , 5 - a ] t°y 5 • mem 




OCF3 
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T L C : R f 0.52 (n -^^ffy : ifxf /l/= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t, J = 7.5Hz,' 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), 1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz, 6H) C 

mifoM 2 (78) 

8- (3-^<yf-/VT ^ 7) - (2-^PP-4-n^r 
'>7a=^) -6, 7-^tKP-5H-^D^ [.d] t'fy'u [l, 
10 5- a] t°]J ^ v 5 ^ • 



T L C : R f 0.20 (n — ^^rf"^ : f^k^jv= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) D 

mtm2 (79) 




• HCl 
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i 




OCH 3 



TLC : R f 0.24 ^r^> : @fcggoL<?vV= 2 : l) ; 
5 NMR (300MHz, CDC1 3 ) : 6 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13 (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 

10 2 (80) 

8- (1, 2, 5, 6-fF7tKDk e i) vvU) - 2 - * ^VU— 3 - ( 2 - 
^^-4-^ f^r^x^/U) -6, 7-^kFP-5H-^P^ 
[d] t'yy'n El, 5 -a] tfJJ'v^ 
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OCH^ 



TLC:Rf 0.30 X~>*D-> : m&^fr= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz; 1H), 6.85 (d, J = 2.7Hz ; 1H), 6.78 
( dd, J = 2.7,.8,lHz : CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 
5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s : 
3H), 2.16 (s, 3H), 2.11 (m, 2H) 0 

mmM2 (si) 

8- y) -2-/^-^-3- (2-^h^rv/-4, 5- 

10 S^fvl^cES/lO -6, KP-5H-y^D^y^ [d] t^'/ 

O [1, 5- a] t°y -ttlfcft 




T L C : R f 0.29 (^^f-^ : gfcgfcaL^vu= 3:1) ; 



115 



WO (12/(153565 



PCT/JP01/J1581 



NMR (300MHz 3 CDC1 3 ): 8 7.29 (brd, J = 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J = • 
7.5Hz ; 6H) 0 

5 .' ■ . 

mmm2 (8 2) 

8- (1, 2, 3, 4-rF7t _ 2 _^ 
^-3- (2-^5^-4-^ b^rv'^i— /U) -6, 7-i/fc Kn-5H' 

-i/?u^y$> [ d ] t'r/p [i, 5- a ] 




T L C : R f 0.24 (^%-fr> : g^ai^/l^ 3:1) ; 
NMR(300MHz 5 CDC1 3 ): 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
15 J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) 0 

_H*fiff!l 2 (83) 

8 ~y i=^7 5 / 3- (2-^^-4-^ ^^7!^ 
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;V) -6, 7-v^tKD-5H-^a^^ [d] [1,.5-aJ 




OCH 3 

T L C : R f 0.35 ' (^MJ-y : ffl&^/V= 3 : l) ; 
5 NMR(300MHz, CDC1 3 ): 5 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17 (m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1 .90 (m, 2H) C 

mmm 2 (84) 

10 8- 7^y- 2-^/^- 3- (2- /f-Jls- 4- 

Y*^y x.-;V) -6, 7-i/k Kn-SH-^n^y^ [d] 
P [1, 5-a] 




OCH3 
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I. 

T L C : R.f 0,37 {^-fy; : @^^fvl/= 3 : .1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.76 (br, 1H), 7:32 - 7.17 (m, 5H), 6.87 (d, J = 2.4Hz, 
1H), 6.80 (dd, J = 8.4, 2,4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H)„2,36 (s : 6H), 
2.22 (s, 3H), 2.13 (t, J = 7:5Hz, 2H), 1.96 - 1.85 (m, 2H); 

£Mk2 (8 5.) . 

8- (3,-^^7x^) T^/-2-/'f-^-S- (2-^^-4- 
? Y*ri/7^=. tV) -6, 7-i/t Ko-5H-v'^P'<y^ [d] t*7^ 
P [1, 5 -a] try 




T L C : R f 0.38 (^^rf-> : I^ni^;w= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) 0 

HJfeflll 2 (86) 

* Y*i/7*.~;v) -6, 7-vtKn-5H-^n^ [d] 
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p [i , 5- a] try 




T L C : R f 0.33 : mSt^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.93 (br, 1H), 7.23 - 7.1 1 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1 .88 (m, 2H) C 

Hi 2(87) 

8- (N-7x=^-N-yp tVUT^ /) -2-^^-3- 
10 ;V-4-n^7i^) -6, 7-^tf'D-5H-^n^ [d] 
t°7^P [1, 5 — a J t°y 




OCH 3 

T L C : R f 0.48 i^-fy : |^nfvU= 3:1) ; 



119 



WO (12/053565 PCT/JP01/11581 

!, 

♦ 

NMR^OOMHz/CDCy : 6 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 
6.87 (m, 4H),'G>81 (dd, J = 8.4, 2.7Hz, 1H), 4.15 - 4.07 (m,'2H), 3.84 (s, 3H), 2.92 (t, 
J = 7.5Hz, 2H),.2.36'(s ) 3H), 2.31 (t, J - 7.5Hz, 2H), 2-22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0:96 (t, J = 7.2Hz, 3H) 0 

mmm2 < 8 8 j . 

8- (N-^vvV-N-T'n tV^T ^ 7) - 2 - 7 fvV- 3 - (2-^^ 
71^-4 h>v-7^^7V) -6, 7-i/tKo-5H-^n^ [dl 
t°yy^ [1, 5 — a]t°y^ 




T L C : R f 0.63 (^^fi^ : |^^^/^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.21 (m, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) C 

mmm 2(89) 

8- (n, N-^ry/vT^y) - 2-/^^- 3 - (2-7^-4-7 
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-6, 7'-^tKD-5H-^D^ [d] k'^/n 




OCH 3 



T L C : R f 0,46 : Jtf&x.f-/v= 2:1) 



5 NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz,. 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 

1 

2H), 4.49 (d, ,J =, 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2.18 (s, 3H) C 

10 mm 200) 

8- (3-^^fvKT5: y) -2-^^-71^-3- (2-^^-4-v^^f- 
iV7 ^ J V x.—M -6, 7-i?kKn-5H-^o^ [d] \fyV 
D [l, 5- a] t°y 
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T L C : R f 0.17 (^1^ : SRj:?vU= 3:1); 

i 

NMR(300MHz,CDCl 3 ): 5 7.11 (d, J = 8.1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), 6.19 (d, J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, ■ 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H), 1.80 - 1.56 (m, 4 H), 1.01 (brs, 6 H) c 

2(91) 

8- (1-7*^bW^) -2-^^-3- (2-^^-4 
h^r->7ct=.7U) -6, 7-v/tKn-5H-^o^ [d] t°7 

io y p [ i , 5 - a ] t- u ^ v» • mm& 



T L C : R f 0.45 : R-gkr^vU^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7.12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) D 

mmm 202) 
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8- (N- ( 2-y^=-A^;v) -n-7°p bVWT5 /) -2->fvu-' 
3- (2-^^-4-^ h^v^n:-^) -6, 7 -v^fc Kd- 5H-V- 
^n-^^ [d] h'yy'u [l, 5 -a] t° y ^ v>> • i&^iil 



T L C : R f 0.35 (^-f V : ffl&x.?-jv= 3:1); 
NMR(300MHz ; CDC1 3 ) : 6 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J = 8.4, 2.4Hz, 1H), 4.33 (t, J = 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81-1 .68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) C 

mmm 2 03) 



8- (N- (3-7^^/^nhVU) - N o bV^T 5 J ) -2-^^/U 
-3- (2-^^-4 -6, 7--^tKo-5H- 
[d] tyy'o [1, 5- a] k^^v 5 ^ 




OCH 3 
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OCH 3 



t 

T L C :'R f 0.40 : jgfl&zcj-j\,= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.26 - 7.05 (m s 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd s 
J = 8.4, 2.7Hz, 1H); 3^83 (s, 3H), 3.66 - 3.53 (m, 4H), 2,88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 -' 1.83 (m, 2H), 1 .61 - 1 .49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

H»!l2 (,9. 4') 

8- (N- {4-y aL=.;uy"^-/v) -N -~fu t°;UT ^ J ) 
10 3- (2-/^-/^-4-/ f^ri/7x-;U) -6, 7 - Z?t Ko - 5 H- v" 
^px:^ [d] t°yy*P [1, 5-a] 




OCH3 

T L C : R f 0.48 (^-fls : @^^^/V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.25 - 7.05 (m ; 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 
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J = 8.1, 2.7Hz, 1H), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz,.2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H),' 2.88 (t, J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2. 15 .- 2.05 (m, 2H), 1 .66 - 1 .49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) C ' 



5 mifaM2 (G 5j 



8- (1 -7x'=>- 2-7^vt-) 7^y-2-^f^-3- (2-^/U 



-4 r^v^a^A-). - 6, 7-v?kKn-5H-^P^ [d] 



10 T L C : R f 0.41 : @^|£ol5vU= 2:1) ; 

NMR (300MHz, DMSO-d 6 ) : 8 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82-2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (br t, J = 
6.9Hz, 3H) 0 

15 

Hlfefla 2 (96) 

8- (i-7i=;u-3-^yf;w) 757-2-^f;v-3- (2-t<^ 
K^7i-^) -6, 7-v>fc Ko-5H-^d^ [dl 



t°7 y d [ i , 5 - a ] try - mm 




och 3 
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t^/D [1, 5 -a] t°y ^ . 




OCH 3 



T L C : R f 0.43 {^-f> : B^^^= 2:1) ; 
NMR(300MHz, DMSO-d 6 ) : $ 8-53 (m, 1H), 7.09 - 7.28 (m, 6H) ; 6.96 (d, J = 
5 3.0Hz, 1H), 6 85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89- 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

mm 2 07) 

10 8- (N- (4 -^^VU^aL^V) -N-yn t c /WT5; y ) 

3- {2-/ Y*i/7aL~;V) -6, 7-^tKn-5H-V 
fxn^f [d] t°y^/n [1, 5-a] try $i»"ifc|fc4l[ 
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I, 




OCH 



T L C : R f 0.43 '(^^y : fifflfcafvl'^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.27 (d, J =8.1Hz, 2H);7.13 - 7.22 (m, 3H), 6.90 (d, J 
» 2.4Hz, 1H), 6.84,(dd, J = 2.4, 8.7Hz, 1H) : 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
2.43 (s, 3H), 2.31 (s, 3H), 2.22 (s, 3H), 1.77 - 1.97 (m, 6H), 0.98 (t, 3 = 7.5Hz, 3H) C 

H«2 (9 8f " 

8- (N- (4-^.Ws=^) ^^-N-^otVl^T^y) -2-^ 
fvU-3- (2-^^-4-^ h^f->7ai=/U) -6, 7-^tKn-5 
H-v^n^* [d] t°7y'D [i, 5-a] 'MMM 




OCH 3 
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T L C : R f 0.45 (^^fy : ;l/= 3:1) ; 

N MR (300MHz, CDC1 3 ) : 6 7.11 - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, 
J = 2.7, 8.7Hz, 1H), 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, 3 = 7.5Hz, 2H), 3.48 (t, J = ' 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
5 3H), 1.77 (m, 2H), 0.94 (t, J - 7.5Hz, 3H) D 

mmm 2(99) 

8- (N- (3 -^^vl^^/W) tVl^T^ J ) — 2-*J-tV- 

3- (2-/^;V-4 Y$r-yy -6, 7-i?tKo-5H-> 

10 fv^y? [d] fyy'o [1, 5-a] t° V X i» - mBM. 




OCH 3 

T L C : R f 0.41 (^=¥f-> : 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J= 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
15 3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) C 

HMffll 2 (10 0) 

8- (N- (4-^ h^rv-^o:-^) ^^-N-T'n tV^T 5 /) -2- 
^A—3- (2-^^-4-^ h^rv-^^^/U) -6, 
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5H-^D^ [d] h'yV'u [l, 5- a] W • 



T L C : R f 0.26 {^$-fy : &&^f-;\s= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.7Hz, 2H) 3 7.13 (d, J = S.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10«,(s, 
2H), 3.84 (s ; 3H), 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) Q 

10 H»J 2 (10 1) 

8- (N- (4-^D7x^) W^y) -2-* 

f-jU- 3 - (2-^f/V-4-^ h^>7i^) -6, 7-v J tKci-5 
H-->^n^^^ [d] t°7 s /P [1, 5 -a] V^-«f 




OCH 3 



OCH3 
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OCH 3 



T L C : R f 0:26' {^-fy : Jg^^f-;u= 3:1) ; 
NM R (30,0MHz, CDC1 3 ) : 8 7.37 (d, J = 8.7Hz ; 2H), 7.24 (d, J = 8.7Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, .3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, 3= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) C 

(10 2) 

8- (N- {2-^f-;vyzc=. }V) -N-yatVUT^y) -2-^^-?V- 
10 3- (2 -p<?vV-4-y hdrv-^a,-/^) -6, 7 — v?fc Kn — 5 H— -> 
^n^>^ [d] t'7y'n [1, 5 -a] f!? 5i?^-iftSlfi 
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I. 

T L C : R f 0.46 X^-fy : fflflfci^t''- 3:1) ; 
NMR(3b0]&Hz, CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6.90 (d, J 
= 2.4Hz ; 1H),'6.84 ,(dd, J = 2.4, 8.4Hz 3 1H), 4,53 (m, 1H), 4.37 (m, 1H), 3!84 (s, 3H), 
3.34 (m, 2H), 2.31 (s; 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0.97 (t 3 J = 
5 7.5Hz, 3H) C . • 

I 

t 

H»i]2' (10 3) 

8- ( (35)r3-> f^^f^- 1, 2, 3, 4-fh7tKo^V 
^/y^-2-«^7l>) -2-^^-3- (2-^fvU-4-^ 
10 -6, 7'Vt?tKD-5H-^o^ [d] k*7/p [1, 5- 




T L C : R f 0.56 (^-fy : @^jc^= 1:1); 
NMR (300MHz, CDC1 3 ) : 5 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s, 3H) Q 



131 



WO 02/053565 



PCT/JP0]/]]581 



Hfiflffil 2 (10 4) 

i 

8- -2-^^/1^-3- (2-^W$'/-4 

-^^k°y i?y-5->(;U)-6, 7-v>fc KP-5H-^D^[d]' 

t°7 y*p [ i , 5 - a ] try * • 2 j£B^t 



TLC : Rf 0.42 n n /JvPA : J & J —;V= 2 0:1); 
NMR (300MHz, CDC1 3 ) : 6 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H) 5 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m 3 2H), 2.37 (s, 3H), 2.33 (m, 2H) : 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) C 

10 

mmm 2 dps) 

8- ( (2S) -1-* l-drV- 3 - 7x-;u- 2 -T^n fcVU) 7^/- 2 
3 - (2 -^^-4 h^r^y^-/^) -6, Kd 
-5H-^d^ [d] fyy'n [l, 5- a] t°y V^y-MI 



5 




• 2HCI 
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i 




och 3 



TLC : R f 0.26 {^$-f> : HfSxf/V=2 : 1 ) ; ' 
NMR (300MHz, CDC1 3 ): 8 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, IH), 6.88 (m 5 IH), 6.80 (m, IH), 4.44 (m, IH), 3.82 (s, 3H), 3.53 - 3.68 (m, • 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H), 3.11 (t, .1 = 7.2Hz , 2H), 3.08 (m, IH), 2.81 , 
(m, 1H), 2.31 (s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) C 

mmm 2 ( 1 0 6 ) 

8- (N- (4->W*7i-A') ^f;U-N-^D t°/^T ^ 7 ) -2 
10 -*^-jV-Z- (2-?7-Jl—4-* b$-i/7 =z~M -6, 7-i?tKo 
-5H-^p^ [d] t'yy'a [i, 5- a] If !J 5 • ifilfcifi 
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i, 

t 




OCH 3 



T L C : R f 0;50 (^-fy : $m^';V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.25 (d, J = 8.4Hz, 2H), 7. 1 8 (d, J = 8.4Hz, 2H), 7. 1 3 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
2H), 3.84 (s, 3H), 3,;70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) C 

UM^\ 2 (10 7) 

8- {A-7 ^=.)VM°^7Vy-\-4 )V) ~2~/f-jU-3- (2-^ 
,1,-4-/ Y-^^yy ^-jv) -6, 7-S?fc Kn-5H->^n^ [d] 
t°7^n [1, 5 -a] t'!)v^-2SH 
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OCH 3 



T L C : R f 0.30 i^-fy : fft6t3L?-jV= 2:1) : 

NMR(300MHz, DMSO-d 6 ) : b 7.30 - 7.38 (m, 2H), 7.23 - 7.29 (m, 2H), 7.12 (d, J ■ 
= S.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, 3 = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, 3 = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) C 

H»J2 (10 8) 

8- (4- (2-^P7x^k) t'^y 1 -JM - 

10 3- (2- 4- * Y**/y^~jV) -6, 7-^tKo-5H-y 
^n-O-^ [d] k'7^n [l, 5- a] t°V^i/> 
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i, i 




OCHU 



TLC : R f 0.38 {^$-^1/ : l^^^-;U-= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.41 (dd, J = 1.5; 7SHz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.SK 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 



2 (10 9) 



8- (N, N-v^^Vl/T^ 7) -2-p<^-/W-3 - (2-^A—4-^ 
10 V**y7^~)V) -6, 7-ytFn-5H-^P^y^ [d] fc^/n 

[i, 5 -a] ^iJ^y- mmm. 



~ IM ~ 




OCH 3 
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!, 

i 

TLC : R'f 0.'57 * W : ffi^<?./l?= 2. : 1 ). ; 
NMR (3001^, CDC1 3 ) : 6 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4,' 7:SHz,, 1H), 3.90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1 .38 (m, 4H), 0.97 (t, J - 
5 6.9Hz, 6H) 0 • 

I 

I 

mMM2' (no)- 

8- (N-/f^-rN-^W$y) - 3 - (2-^^- 

4 h^rv-^^^/W -6, 7-J?kKn-SH-^n^ [d] fc° 

io [l, 5'- a] - mm- 




OCH 3 



T L C : R f 0.36 : BSfe:n?vl/= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1.40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

mmm 2 (111) 

8- (N- (4-^^:7^-/1/) ^f;l/-N-7W$y) -2-^ 
20 ;v-z- {2-*J-;v-a-* -6, 7-5?tKP-5H 
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-v^n^W [d] t'r/o [l, 5 -a] - mm. 




OCH 3 



T L C : R f 0.53 {^^-fy : ffcg^fvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, 
5 J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J - 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1 .73 (m, 2H), 1 .34 (m, 2H) 5 0.93 (t, J= 7.2Hz, 3H) C 

Hi 2 (112) 

10 8- (N- (4-??-/V7aL~j]/) ^f^-N- (2-^ h^S/^^VU) 7 
^/) - 3 - F*i/7i=^) -6, 7 

-v>fc Kd-5H-^p^ [d] t°7^n [1, 5-a] t°y $ v>> • 
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OCH 3 

T L C : R f o:23' : gE&^f-jU- 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 5H); 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) D 

MtMM 2 (113 ) 

8- (N-^nyntV^-N- (4-^^7^^/k) 7<fvU7^/) - 
2-^^-/1/- 3 - (2-^^/1— 4 Y$r*s7^=-)V) -6, 7-$*kK 
10 p-5H-^d^ [d] M°y-/xi [1, 5- a] f y 5 ^ • 411646 
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OCH 3 



T L C : R f 0.35 {^^y : ttIfcx.?Vl/= 2 : 1 ) ; 
N MR (300MHz, CDCI3) : 8 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30 - 2.10 (m ; 3H),2.19 (s 5 3H), 1.10 - 0.80 (m, 4H) C 

mmm 2 (114) 



8- (N-v-i? n-fn fcVi^5vi/-N- (4 - jvy ^=-;V) /fvl/T $ 
J) -2-/^-/1^-3- (2-^^-/1^-4-^ Y5r^7^~jU) -6, 7~ 
10 v^tKn-SH-y^n^ [d] [i, 5- a] fc'y^v^- 
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OCH 3 



i 

TLC : R f 0.37 (^f-^ : ft8if;l/=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.30 - 7.00 (m, 5H); 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (m, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2.11 (s, 3H), 1.38 - 1.05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35 - 0.10 (m,2H) c 



Hffiga 2 (115) 

8- (N, N-i?/P tV^X 5 /) -2-^fVU-3- (2-^^-4- 
10 n^^j^/V) -6, 7-i>tFP-5H-^D^ [d] 

d [1, 5 -a] t°y 




OCH 3 
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T L C : R f 0.59 (^3rf-^ : gfcgfc^^Vl^ 2:1); 
NMR (300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J ■ 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz, 6H) 0 

mmm 2 ( 1 1 6 ) 



8- (N- (4 - ^fjvy ^z^)V) ^J-;u-N- ( 2 --ff-=^;V) T^J) 
-2-^3-/^-3- (2-^-7-/^-4-^ |^i/7i-^) -6, 7-v>t 
10 Kn-5H-^o^y^ [d] t c 7y'n [l, 5-aj t c y 



TLC : R f 0.47 : BB.^^=2 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, 3 = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J = 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J= 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz, 3H) D 





OCH 3 
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mmm 2 (117) 

8- (N-^p^-N- r^y) -2-^^-3- (2 

-frfr-A-* h^7x=^) -6, 7-i?tKn-5H-^o^ 
5 ^ [d] t^^D [l, 5 -a] hTJJSS^ 



T L C : R f 0.55 (^f-f-> : |^m^-/u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz,'lH), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) C 

iii 2 (lis) 



8- -2-^^-3- (2-^^/1—4-^ 

15 7x.~)V) -6, 7-^kKo-5H-^o^ [d] [1, 

5- a] t°y v^y-sti 




och 3 
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I. 




T L C : R f 0.58 j : @1^ji^vV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 (brd, J = ,10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8:7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H); 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30 - 1.53 (m, 8H), 0.94 (m, 6H) C 

* ' " 

mmm 2 (119) 

8- (N-v-> n-^^vV-N- (4-^f;V7x^) - 
10 2-/^-/^-3- (2-^f;V-4-^ f^7x-;H -6, 

p-5H-^p^ [d] \fyy'x2 [l, 5- a] t°U 5 1?> • 




OCH3 
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TLC : R f 0.38 .(^IfC : gH^r^yi^ 2, : 1 ) ; 

NMR(300MHz, CD 3 OD) : 6 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 

J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 



(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 
5 2.22 (s, 3H), 1 .98 (s, 3H), 2.40 - 1 .60 (m, 1 0H) C 



8- (N-^PTfoWfyV-N- (4-^f-/U^7ai=.^) 
757) -2-^^-3- (2-^^-/V-4-p< -6, 
10 7-i?kKo^5H-^P^ [dD-tT.^Vo [1, 5-a] k'Dv^ 



T L C : R f 0.85 (^f-^ : g^a:fvU= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J = 7.2Hz, 2H), 1.10 - 0.95 (m, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) C 





SCH 3 



OCH3 
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mmm 2 (121) 

8- (N — (4-7;Utc7x=/V) ^ ^vV-N-^n tVl^T 5; J) -2- 
5H-^p^ [d] t'^/n [1, 5- a] tfJJ*^ 



T L C : R f 0.87 (^3f iJ->' : %m^=f-)V= 1:1) ; 
NMR (300MHz. CDC1 3 ) : 6 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) D 

mm\ 2 (122) 

8- (N-^n7 ( f;V-N- (4 7vH7 sc.— /V) ^ f~tVT ^ J ) -2 

(2-^^/V-4-p« F^^7x=;>) -6, 7-v/tKP 
15 -5H-^d^ [d] tfyy'a [l, 5 -a] 




och 3 
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OCH 3 

T L C : R f 0.48 : jv= 2:1); 

NMR(300MHz, CDC] 3 ) : 6 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 

(d, J = 7.5Hz, 2H) 5 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 

(m, 2H), 4.08 (m, 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 

3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 

2H)o 

1 

iii 2 (123) 

8- (N-^A—N- (4 -fj-jvy ol=-;V) ^W^) 

;V- 3 - 4-.* h^v'7^^/U) -6, 7-^kKo-5H 

-v^p^* [d] [1, 5- a] fy^v^ 
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, OCH 3 

t 

TLC : R f (-^^rif^ : @^^ai^-/U= I : 1) ; 

NMR(30QMHz, CDCI3) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (bit, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1.18 (t, J = 6.9Hz, 3H) C 

m&m 2 (124) 

8- (N-T'a tVU-N- (4-MJ7/V^-P^f/V7x=/V) 
10 /) -2-^^U-3- (2-^^/V-4-7« h^i/7ai=^) -6, 7- 
^kKo-5H-^n^ [d] t°7y'o [1, 5- a] 
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OCH 3 

TLC : R f 0.79 (^f-^ : R»xf^= 1 : 1 ) ; 

N MR (300MHz, CDC1 3 ) : 5 7.57 (brd, J - 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), , 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - ] .50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) C 

2 (12 5) 

10 8- (N-r/nfcTyV-N- (t h 7 t Ko 77 >- 2 ^f;U7^) 
- 2-^5^- 3 - (2-^^-4-^ h d rv / 7^^/P) -6, 7 -i?fc 
Ko-5H-^n^ [d] [1, 5-a] t'U^v^ 
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OCH 3 



10 



T L C : R f 0.31 X^-fy : ^f^.=f-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : b 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H) ; 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) 0 

(12 6) 

8- (N-^^vl—N- (2-^ h^ri/^^) 7^7) -2-^^-3 
- (2 —tf-jV- 4 h^f->7i^) -6, Kn-5H-^ 
v<y$ [d] t°^y'p [1, 5 -a] k e !)^i>y 




OCH3 



TLC : R f 0.30 i^-fy : ffcgb^U= 2 : l) ; 
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I, 

NMR (300MHz,' CDC1 3 ) : 8 7.16 (d 5 J - 8.4Hz, l.H); 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7,'#.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 
3H), 2.18 (s, 3H), 2:13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) D 

5 • • 

mtm\2 (i 27) 

8- (N'-T'n tVl—N-i/^ o7"o \fjVT% J ) -2-^^/V-3- (2 
-^;V-4-^^7i^) -6, 7-v^tKn-5H-^n^ 
* [d] k c 7y'p [1, 5 -a] t°V*i?> 




10 OCH 3 

T LC : R f 0.45 i^-fry : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J - 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J - 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) 0 



mmz d2 8) 

8- (N-v'^n7'f;M^-N- {2-* h^is^M T^J) -2 
3 - (2-^^-4-7* ^i/7i^/H -6, 7-v^Kp 
20 - 5H-v^ P^V* [d] t°?ya [l, 5- a] fD^i^V 

151 



WO 02/053565 



PCT/JP01/11581 




OCH 3 

T L C : R f 0.57 : fr = 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H% 

HjfegiJ 2 (12 9) 

8- (3-3i h^v^MwV- 1, 2, 5, 6-rf7bKotl^) 
- 3 - (2-^f;W4-^ h^^/7x^) -6, 

Kd-5H-^p^ [d] h"r/o [1, 5-a] t°y S v?^ • 
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y 



o 




OCH 3 

TLC : R f 0.27 5rfV : gt& = 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H% 4.62 (m, 2H) : 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t J = 6.0Hz, 2H), 2.85 

1 

(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1 .34 (t, J= 6.9 HZ, 3H) 0 

mmm 2 (130) 

8- (N-->^ D^nWf^-N- (4-yf;l/7x^l/) *?vV7$ 
10 7) -2-^^-3- (2-7^-4-7 F^ri/7xx/U) -5, 7- 
^tKo-7B [3, 4-d] ^7^o [1, 5- a] fc° JJ 5 i>y • 
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OCH 3 



T LC : R f 0:68' (^MJ-> : WSk^tV.- 1:1) ; 
NM R (300MHz, CDCI3) : 5 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d 3 J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
2H), 5.27 (m,, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) C 



n»j 2 (i3i) 

8- (3 - (3-^fvU-l, 2, 4-^f^7^-5— f/l/) -1, 
10 2, 5, 6— r h7t KotrjJ vvu) -2-^^-3- (2 -7^ A— 4 
ai^AO -6, 7 Kn- 5 H-i/^ d-O-^ [a] t c 7 
N /n [l, 5- a] f I? 
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OCH 3 



TLC:Rf CU8 : SKxf;^,2': 1 ) ; 

NMR(300MHz/CDCl 3 ) : 6 7.29 (m, 1H), 7.15 (d, 1= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H£ 6:79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2.32 (s, 
3H), 2.17 (s, 3H), 2.14 (m, 2H)„ 

mmm 2 (132) 

8- (4-^/W5 7) -2-^^/1^-3- (2-^ 00-4 h# 
10 ->7i-;l/) -6, 7--/tKo-5H-^n^ [d] t°7 N /D [l, 
5 - a] 5 v 5 ^ • IkSMt 




OCH3 
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T L C : R f 0.48 (^1^ : @fcg^fvU= 2:1); 
NMR (300MHz, CDC1 3 ) : 6 7.37 (d, J = 8.7Hz : 1H), 7.07 (d 5 J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4. 8.7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J =' 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 

i 

5 1.00 (t, J = 7.2Hz, 3H), 0.99 (t, J = 7.5Hz. 3H) C 

mmm 2 (133) 

fvl^-3- (2-^fvU— 4— h'3f">'7*=/U') -6, 7-5?tKo-5 

10 h-v-^p^^^ [d] t c 7^p [i, 5- a] try * v>> 




T L C : R f 0.73 (^^r"^> : |^^rc^-yv= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) D 

gMLg (13 4) 

20 8- (N- (2-^ Y^S^f-JV) — N— (2-^y/W T^y) - 2- 
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!. 

5H-^t^y^ [d] t°7 x /ci [l, 5-a] t'U^^y 




T L C : R f 0,13 • : W^SSt^^= 3:1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H) 5 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J = 7 .2Hz, 2H), 2.91 (t, J - 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H) D 

io mi&m 2 (135) 

8- (2-^D/WT^y) -2-^^-/1^-3- (2-^^-4-^ 
^7x^;l/) -6, 7-^kKn-5H-^n^ [d] fc^/p [1, 
5-a] t'Hv'y 




15 TLC : Rf 0.80 (^fy : S»if-;l/=l : 1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J - S.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 , 



(dd, J - 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 • 
(m,2H), 1.83 (t, J = 2.1Hz, 3H) C 



mmm 2 c 1 3 6 3 

8- (4- (4-^PD7i^) -1, 2, 5, 6-7h7tKP'tli? , 
)V) -2-^J-fu-3- (2-^5^-4-^ Y^ri/y^=.;V) -6, 7-' 
^K3-5H-^n^ [d] [1, 5-a] 



TLC : R f 0.10 (^rf-> : ft|xf^= 3:1) ; 
NMR (300MHz ; CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8. 1Hz, 1H) 5 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
15 2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H)„ 



CI 



10 




mmm 2 (137) 
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8- (N-v'j? n^D fcVM fvU-N- (4-^^731-/^) ^ 5^7 5 
/) -2-^f^-3- (2-^f/V-4-^ f^^/7x^) -6, 7- 
^tFn-5H-^D^ [d] t'yy'P [l, 5-a] b'U^v 5 ^- 




och 3 



T L C : R f 0.53 (^l^ : @^S^^= 2 : 1 ) ; 
NM R (300MHz, CDClj) : 8 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, 3 = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m,2H), 0.18(m,2H) o 

mmm 2 (us) 

8- (N-7°n tVl—N- (4-f!)7;Vtn^ W^7x=^) 
15 /V'T^y) -2-^5vV-3- (2->f;V-4-n^7z=;H -6, 
7-i/t Ko-5H-i/^o^^ [d] t°7^D [l, 5- a] tfJJSS? 
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OCH 3 



T L C : R f 0:55 1 $-fy : fjflfcacfvt^ 3:1) ; 
NMR(30pMHz/CDCl 3 ) : 5 7.32 (brd, J = S.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J - 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
5 (s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) 0 

mMM2 (13 9) 

10 8- (N- (2-^U^) -N-v'^ n^n t°/U^^T5: 7) -2-^ 
(2-^on-4-> f^>7i-;P) -6, 7-i?kKn-5 
H-->^p-<>^ [d] t°7y'o [1, 5 -a] tfp^v^ 




OCH3 



160 



WO (12/053565 PCT/JP01/1 1581 

!. 

i 

T L C : R f 6.40 : WW^A= 3, : 1 ) ; 

NMR(3001&Hz, CDC1 3 ) : 5 7.29 (d, J = 8.7 Hz, 1H);7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7; 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, 'J = 6.6Hz, 
2H), 3.13 (t, J = 7.5 Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - \.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H) 0 

I 

1 1 | 

2 (14 0), 

8- (N-T'O'fcVl^-N- (3-^ Wx^).^W$y) 
10 {I-^^J-JV-A y**/7aL~;V) -6, 7-v ? tKn-5 

H-i/^D^^^ [-d] t^y'o [1, 5 -a] ¥}) • 




OCH3 



T L C : R f 0.52 (^*rfV : BSfe^fvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J - 7.2Hz, 3H)„ 
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iii 2 (i4i) 

8- (N-yntVV-N- (2 - ^f;l/7x ^^VWT^y) - 2-^ 
fyV— 3- (2-^^-4-^^y7i-^) -6, 7-i?kKn-5' 
H-v^n-*^* [d] t°7^n .[l, 5-a] try 5 ■ &safi 



TLC : R f 0.52 (^fif^ : S8xf/l/= 2:1); 
NMR(300MHz, CDC1 3 ): 5 7.18 - 7.30 (in, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2. 1 9 (s, 3H), 1 .79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) C 

mmm 2 (142) 

8- (3-^^7 5/ ) - 3 - (2-^DD-4-xfdr 

v^^/V) -6, 7-i?kKn-5H-^D^ [d] t'y^Ju [l, 
15 5-a] tTj; * • 




OCH3 
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• HCI 



OC 2 H 5 



T L C : R f 0.49 : ^M^^= 2. : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz ; 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz ; 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2H), 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), ■ 
1 .06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) D 

»J2 (14 3) 

8- (3-^^5vKT^y) — 2 — ^ ^-/V— 3 — (2-^PP-4-x h^f 
10 ^7x^1/) -5, 7-v>tKo-7P [3, 4-d] t°7^D [l, 5- 
a] t°y ^v 5 ^ • &&& 




• HCI 



OC 2 H 5 



TLC : Rf 0.40 : |fc|^f7U= 2:1) 
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■ I. 

NMR (300MHz, ,CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J - S.4Hz, 1H), 
7.07 (d, J = 24Hz, 1H); 6.95 (dd, J = 2.4, S.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, lH),'5.28'(brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, 3 = 7.2Hz, 3H) C 

5 : .. ' 

mfofa\2 (144) 

8- {N r *J-;\s-N-^*i/;\'T% /) -'2 -^fyV- 3 - (2-^^ 
-4 Y*~yy'^^jV) -6, 7-^tKn-5H->^n^ [d] 
[l, '5 -a] v^>-lil 




10 OCH 3 

T L C : R f 0.09 {^-fy : g^^fvU= 3:1) ; 
NMR(300MHz. CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.0] - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(ra, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 .80 (m, 2H), 1 .44 - 1 .25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H) 0 

mmm 2 (145) 

8- (N — / ^f-jV— N — {2>-^V^-)V) T^J) -2~^J-)V- 3 - (2 
h^ri/y^^/U) -6, 7-^kKD-5H-^D^> 
20 ^ [d] [1, 5-a] t° y 5 v> ^ • 
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HC1 




OCH 3 



10 



T L C : R J 0.47 {^$r^y : ffl&3^J-jV= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 1 
7.2Hz, 6H) C 

mmm 2 (14 6) 

8- (N-^^VV-N- U-'V/fVU) T^7) -2-^^-3- (2 
h^i/7x-y>) -6, 7-v>kFo-5H-^P^y 

* [d] tr^/n [1, 5-a] \?y - mm& 




OCH3 



T L C : R f 0.51 i^-fy : |^cc^= 2:1) ; 
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!, 

NMR(300MHz, CDC1 3 ) : 6 7. 11 (d, J = 8.4Hz, 1H),.6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8i4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 '(t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t,,,J,= 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64, - 1.94 (m, 
4H), 1 .28 - 1 .58 (m,4H), 0:97 (t, J = 7.2Hz, 6H) Q 

5 ' ' ■ 1 . 

i • 

mtm\2 (i 4 7). 

8- (N,-^ p-^n tVl^-N- (4 - ^^)V7 ^f-^T^J) - 

2-^f^-3- (2-^no-4-^ b^y7x^;V) -5, 
o-7D [3, 4-.'d] t°7^D [1, 5-a], t c U 5^ • 




T L C : R f 0.54 (^-^ : ^^^= 1:1); 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00(m,4H) o 



»J 2 (14 8) 
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I. 

i 

y) -2-^^-3- (2-^n-4-n^7i=/l') -5, 7- 
^tFn-7o ,[3, 4-d] f^o [l, 5-a] fc° ^ 5 i? * • tMMM 




OCH 3 



T L C : R f 0.58 (^$-fy : |fcBfcaL^vU= 1:1) ; 
N MR (300MHz, CDCI3) : 6 7.35 (d, J = 8.4Hz, l.H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.4Hz, 1H), 5.10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H) C 

Hi 2 (149) 

8- (N-S/^ o^-N-^p tVl^T^y) -2-^^-3- (2- 
^ h^iX7i^/^) -6, 7-i?kKo-5H-^n^ 
[d] t°y^D [1, 5-a] fy^v^ 
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N 




OCH 3 



T L C : R f 0.45 : fflEg^fvl^ 3:1) ; 

NMR(300MHz : CDC1 3 ) : 6 7.17 ( ; d J = 8.1Hz : 1H) ; 6.86 (d, J = 2.7Hz, 1H), 6.78 



1.78 - 1.58 (a 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) C 

1 

(15 0) 

8- (N-^y^^-N- ^/^/lO T^y) -2- 

10 ^^-3- (2-^f;v-4-^>^7x^) -6, 7— 5?tKo- 
5H-^n^ [d] t°^yp [l, 5- a] fD^^y- 



T L C : R f 0.63 (g^^/l" : : 3 : 1 : 1 ) ; 
NMR (300MHz, DMSO-d 6 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 

168 



(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (m, 
5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, 3 = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 




OCH3 
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3.42 - 3.32 (m, 2H), 3.0] (brt, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H),' 
2.77 (s, 3H), 2.25 (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,6H) 0 

i 

5 2 (15 1) 

8- (N-yo tVU-N- (4-7/^P7z-^) ;*fvKT^y) -2- 
7<^-3- (2-^nn-4-n^^7x^) -5, 
7n [3, 4-d] [1, 5-a] 



10 T L C : R f 0.34 (-^^ri^> : H^nfvk= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.31 (d : J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) D 

15 

Hj)feffll2 (15 2) 

8- (N-^P fcVU-N- (4-7/^P7x^;I/) ^ <3*lV7 X J ) -2- 
p<^-3- (2-^PP-4-n^>7i=/V) -6, 7-i?kKn- 

169 



F 




OCH 3 
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5H-^p^ [d] t'7/n [l, 5- a ]. ^v^y 




och 3 



TLC : R f 0.36 ^ri^> : ftgfca^vl^ 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.32 (d, J = 8.4Hz 5 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, 3 
5 = 2.7Hz, 1H),'*7.02 - 6^94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (bit, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint. J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

Hj&ffi] 2 (15 3) 
10 8- (N-->^ p^d tVM^-yU-N- (4-^f;W7x^;l/) 

757) -2-^^-3- (2-^PD-4-n^>7i-;V) -5, 
7-^kKD-7P [3, 4-d] t°r/P [1, 5-a] tlv^V-I 
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SCH 3 , 




V""T ■ HC| 




och 3 



T L C : R f 0.67 ' (^f- V : g^:x?vu= 1:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.35 (d, J = S.4Hz, 1H) ; 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
16.5Hz, lH)„5.37<d, 3 = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s : 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) C 



MMM 2 (15 4) 

10 8- (N, N-v^n \fjV7 5 /) - 2 3 - (2-^no-4- 

7< hdrv-7^^^) -5, 7-^tFa-^7n [3, 4-dJ \fyV'n [1, 
5 - a] t°D ^v>y • 



HCl 




OCH, 
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T L C : R f 0.69 (^^y : /U= 1:1); 

NMR (300MHz, CDC1 3 ) : 8 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H) : 6.96 
(dd,J = 2.4, 8.7Hz, 1H), 5.48 (td, J = 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H),' 
5.21 (t, J = 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz,6H) e 



mm 2 (15 5) 

8- (N, N-v^^vU-T ^ /) -2-7*^-3- (2-^pp-4-^ 
Y*i/7 -5, 7-i?tK0-70 [3, 4-d] fc°7>/p [l, 

10 5- a] h°y ^ v^> • jgi^Jg 



T L C : R f 0.74 (-^^if > : g£^c^vU= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, 1 = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) C 

mmm 2 ( 1 5 6 ) 

8- (N-^^D7'ot t ;Mf;V-N- (4-7^tn7x^;V) ^f;U7 
20 ^7) -2-^7U-3- (2-^D-4-n^>7x^) -6, 7 





• HCl 
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-^bKn-5.H-^D^ [d] X^y'p [1, 5-a] t^^v 5 ^ 




OCH 3 

T L C : R f 0.27 (^drf-^ : %ft&^<f-jV= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.0] - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) C 

mmm 2 (157) 

10 8- (N-7°o fcVw-N- (4-^J-/vy^=.;V) ffjVT^J) -2-/ 

f^-Z- (2-^op-4-^ Y^r-yy^=-)V) -5, 7-v J tKn-7 

P [3, 4-d] t'7^D [1, 5-a] trjl -jgggjfi 
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OCH 3 



T L C : R f 0.43 (^^rf"> : ftlify^2 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.33 (d, J = S.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) C 

mmm 2 ( 1 5 8 ) 

8- (3— <yi~sU7^/) - 2-t?-;u-3- (3-^op-5-HJ7 
10 /^n^f;n^jJi7y-2 — ( ;V) - 6 , Fn-5H-i/^n^ 
* [d] [1, 5- a] tT U $ • 24t|Mt[ 
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TLC:Rf 0.\9 (^-fy :mm^^=3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H) ; 3.50 (in, 2H), 

3.15 (m, 2H), 2.47 (s, 3H), 2.32 (ra, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz,' 

6H) 0 

HtM'J 2 (15 9) 

8- (N-7'f;WN-^ntVl'7^) -2 

-4-^ h^>7x^) -5, 7-^kKo-7P [3, 4-d] 

P [1, 5 -a] t°U 



T L C : R f 0.21 : @^3i^/V= 3:1) ; 

NMR(300MHz : CDC1 3 ) : 5 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sext, J = 
1 5 7.2Hz, 2H), 1 .05 - 0.98 (m, 6H) D 

mmn (i6o) 

8- (N-^-N-T'o t'/U7$y) 3- (2-^^ 

-4-7< h=3ri/7^-/U) -6, 7-i/t Kn-5H-^o^ [d] 

20 tr^/o [l, 5 -a] t'D - -mm 




• HCl 



10 



OCH 3 
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OCH 3 



T L C :'Rf 0.33 {^-fyl/ : ^^^f-;U= 3:1) ; 

.1 I r 

NM R (300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz; 2H), 2.30 - 2.18 (m) and 2.27'(s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J - 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) C 

8 - ( 4 -^J-JVT -2 -t^Jls- 3-(2-^nn-4-^ 

10 i/7aL~;V) -5, 7-i>tKo-7D [3, 4-d] k°7^n [l, 5- 

a] t°y §^ -aafttt 




OCH3 



TLC:Rf 0.54 (-^i^ : g^^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 
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(d, J = 2.4Hz, 1H), 6.97 (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd.'J = 16.8Hz, 1H), 5.39 (d, 
J = 16.8Hz, 1H)', 5.28 (m, t 2H), 3.85 (s, 3H), 3.53 (m, lH), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47(m, 4H), T.0O(t, J = 7.2Hz,6H) 0 



5 mmmz U6±) 



8- CN-y^/V—N-^/UT ^ /) -2-^^-/1^-3- (2-^pp- 
4-t Y'$ri/7^~jV) -5, 7-i?kKn-7B [3, 4-d] f7/n 



10 T L C : R f 0.48 (^=¥1^ : ftgf3i^-/U= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (m, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m,2H), 1.01 (t, J = 7.2Hz, 3H) 0 

15 

w&m 2 (16 3) 

8- (N-^D^Pk'/V-N- (4-7/^P7i-^) ^ W^;) 
- 3 - (2-^00-4-^^^/71^) -6, 7— 2?fc 

Kp-5H-^d^ [d] kyyp [1, 5 -a] tfjl^v^ 



[i, 5 -a] try, • 




och 3 
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F 




OCH 3 

T L C : R f 0.80 (-^f-y : ffl&^?-A'= 1:1); 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz ; 1H), 6.96 - 6.93 (m s 2H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) D 

m&M 2 d64) 

8- (N-/D t>-N- (2-77^D7^^yl^) -2- 
10 ^^-3- {2-*f-J\s-4—* h*is7*—;)s) -6, 7-i?tKn- 
5H-^P^ [d] [1, 5-a] fUSv^ 
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T L C : R f 0.85 {^f> : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = ,7.5Hz, 
2H), 2.37 (s, 3H), 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J = 7.2Hz, 3H) 0 

Hi 2 (16 5) 

10 8- (N-/P tVV'-N- (3-7/VtP7x^) ^f/l/7$/) -2- 
p»^^-3- (2-^^-4-^ * — /U) -6, 

5H-i^n^^* [d] t c 7 N /o [1, 5-a] t°Hi?y 
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TLC : R f 0.86 '(^i^ : ffi|x^= 2 :1) ; 
NMR(300MHz, CbC] 3 ) : 6 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98 - 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz : 2HX 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz, 3H) 0 



r 'J 2 (16 6) 



10 8 -v>->^ p^p bf/M^/VT^ 7 - 2 -}=f-?V- 3 - (2-^pp-4- 
^ f^ry7ix;V) -5, 7-i?t Kn-7o [3, 4-d] fc 0 7^a [1, 
5- a] 5 
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T L C : R f 0.39 (^^rfy ; S|^xf;l/= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.29 (d, J - 8.7Hz, 1H), 7.06 (d, J - 2.4Hz, 1H), 6.89 
(dd, J - 2.4, 8.7Hz, 1H), 6.48 (brd, J - 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H),' 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) C 



H»I2 (1 6 7) 

WW^y - 2 -jf-jl*- 3- (2-^pp-4- 
^ f^r^x^) -6, 7-i/kKn-5H-^n^ [d] t c ^y* 

d [ i , 5 - a ] tr y $ 



T LC : R f 0.40 (^=3ri^> : gfcg^x^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J « 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) C 

mm (16 8) 

8- (N-^f/l/-N-^oW^) -2-^^-3- (2-^nn 
-4-> h^rv^7^-/U) -6, Kn-5H-^n^ [d] 



5 




OCH3 
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I, 

t'^'n [ 1 , - a ] t° D ^ v» • • 




OCH3 



T L C : R f 0.52 [^^t > : gtixf ;l-= 2:1) ; 
NMR(300MHz ; CDC] 3 ) : 6 7.40 - 7.30 (m, 1H), 7.08 (s ; 1H), 7.00 - 6.90 (m, 1H) ; 
5 4.00 - 3.80 (ra) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz : 6H) c . 

MMffl 2 (16 9) 

10 8- (N-V^ n^p fcVM^-N-^n tVUT^ 7) -2-^fvU-3 
- (2-^ob-4-^K->7x=;V) -6, 7-^tFn-5H-^ 
p-O^ 7 [d] t°7y'n [l, 5 -a] fy^v^V 




OCH3 

T L C : R f 0.54 (^f-^ : ^^f-y^= 2:1) ; 
15 N MR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 

182 
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i, 

(dd, J = 8.4/ 2.7Hz, 1H), 3.83<(s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7' 4 2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 

i 

2H), 1.65 r 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz ? 3H), 0.50 - 0.40 (m s 
2H), 0.15 -0.05 (m, 2H) 0 

Hifeglj2 (1 7 0) 

8- (N-v'^n^nfcVM^Vl'-N-^ntVl'T^/) -2-^^-3 
- (2-^oor4-^^7i=;l') -5, 7-v?kKn-7P [3, 
4-d] t^y'n [1, 5- a] fcT JJ ■ 




10 OCH 3 

T L C : R f 0.42 (^f-^ : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 



nmm 2 (i7i) 

8- (N- (2-^-/U) -N-yntVVT^/) -2-^^-3- (2 
n a-4 -p< h^v^^/V) -6, 7-i?tKP-5H-^D^> 
20 * [d] fy^n [1, 5- a] t°U v^-MI 
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OCH 3 



T L C : R f 0.44 : &&^J-j\,= 2:1) ; 

NM R (300MHz ; CDCI3) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd. J = 8.7Hz : 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3. SO (m) and 3.85 (s) total 5H 
5 3.65 - 3.30 (m, 2H), 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1 .80 (m) and 1 .89 (s) total 5H 1 01 (t, J = 7.2Hz, 3H). 

jig 2 (17 2) 



8- (N- (2--77--A') -N-^n \?;VT%J) -2-^jU-3- (2 
10 -^DD-4-^^>7i-;H -5, 7-i/tKn-7n [3, 4-d] 
t c 7/n [1, 5- a] t c U *i?y 



T L C : R f 0.36 (^3rlJ- > : R&jnfvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz, 2H), 3.84 (s, 





OCH3 



184 



WO 02/(153565 



PCT/JP01/11581 



3H), 3.55 - 3.45 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sext, J = 7.2Hz; 
2H), 0.98 (t, J = 7.2Hz, 3H) 0 

Mt&M 2 (17 3) 

5 8- (N-7^/W-N- 7*/) 3 

- (2-^Dn-4-^^7i-;l') -6, 7-^tKn-5H-y^ 
[d] t^y'o [1, 5 -a] ify^^y-IKI 




T L C : R f 0.34 (^3rf-:/ : ffl&=.?-jv= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H) : 2.40 - 2.18 (m) and 
2.33 (s) total 5H, 1 .80 - 1 .65 (m, 2H), 1 .43 - 1 .35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 



15 mMM 2 (17 4) 

8- (N-^/U-N- (2-^ hdrVmf-;!/) 7^/) -2-^^-3 
- (2-^on-4-^f^7i=;V) -5, 7-^kKo-7B [3, 

4-d] fr/n [i, 5 -a] try$^-jftifeie 
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H 3 CO 




• HCl 



O 



OCH3 



T L C : Rf 0.39 : %8&x-*f-jV= 2:1) 



NMR(300MHz, CDC1 3 ) : h 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H),-4.40 - 4,20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H,' 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t; J = 6.9Hz, 3H) 0 

(L.7.5) 

10 y^T^y) -2-^^-3- (2-^dd-4-^ ^^7i=^) -5, 
7-^tFD-7D [3, 4-d] f7y'D [1, 5-a] t°y^v>> 




OCH3 



186 
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!, 

T L C : R f 6.42 (^<Z"f V : @^3l9VV= 3. : 1 ) ,' ; 
NMR(300MHz, CDC1 3 ) : 5 7.39 - 7.33 (m s 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H),7.08,(d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz ; 1H), 5.12 (s, 2H), 
4.95 (s, 2H), 4.90 (s. 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89t(t, J = 7.5Hz,3H) 0 

I ' 1 

I 

I 

mmw2' in 6) 

8- (N-is? P7^n tVM^/V-N- (4-7/^D7x=;V) ^^^7 
^J) (2-^ 4 h**y7^-}V) -6, 7 

10 -i^t Ko-5H-i/^o^y^ [d] [1, 5 -a] t° D ^ 



F 




OCH 3 

T L C : R f 0.28 (^f-V : ffl&x.?'jV= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 2H), 7.18 (d, J = 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) C 
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Hijff'J 2 (17 7) 

8- -2-7<^/U-3- (3, 

y-2— f/W -6, 7-S?fc Kn-5H-i/^o^ [d] f^/o [l„ 

5- a] t c U 




CI 



T L C : R f 0.38 (^$-f> : @^3i^/V= 3 : 1) ; 

NMR(300MHz ; CDC1 3 ) : 5 8.58 (d, J = 2.1Hz 1H), 7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, i <= 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H) r 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

mmm 2 (178) 

8- (N-T/fvV-N-^fvVT 5 /) -2-^^"/V-3- (2-^pp- 
4-7< -6, 7-^tKn-5H-^n^ [d] if 

?y*v [l, 5 -a] t^s^ 
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OCH 3 



T L C :Rf 0.61 : mSt^^= 2:1) ; 

NMR (300MHz; CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, 4H), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H), 1 .74 (m, 2H), 1 .32 - 1 .48 (m, 5H), 0.98 (t, J = 7.8Hz, 
3H) 0 

nMM2 (t7'9) 

8- (N-^d/d Wf/i'-N- (4- hV 7 iv^rut^jvy ol~)V) 

-6, 7-5?kKo-5H-^o^ [d] f^y'n [l, 5- a] t c 
U 5 • £g£ 




OCH3 
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T L C : R f 0.54 (^-fy : gfcS^^vl^ 2:1) 



NMR (300MHz s CDC1 3 ) : 5 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7. 13 



(d, J = S.7Hz, 1H), 6.90 (d, J - 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s,' 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
5 (s, 3H), 2.27 (m, 2H), 2. 1 9 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H), 0. 1 7 (m, 2H) 

gMH 2 (18 0) 



8- (S-^y^-J^7^y) (2-^Dn-4-n^r 
v^^^/V-) -5, 7-^kFo-7P [3, 4-d] t c 7^o [l, 5- 

io a] t°y 5; z» • mm. 



T L C : R f 0.40 (-^^rf-> : g^^if-/lx= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
15 (d, J = 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06 (m, 6H)„ 

nmm 2 ( 1 8 1 ) 





0CH3 
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W^y) - 2 - ^ fvu- 3 - (2-^nn-4-^ h^>7x^) - 
5, 7-v i tKo-7D [3, 4-d] t°y^/D [l, 5-a] tfy^v^ 



T L C : R f 0.28 : ^g^f-/W= 3:1); 

5 NMR (300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7.05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, 3 = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) C 

io mmm 2 ( 1 8 2 ) 

8- (N-^<>vvV-N- (2-^ W^/xf^) 7^7) -2-* 
H-V^P^^^ [d] fc°?y*P [1, 5-a] t°y ^i/^ ■ 2mfci& 



F 




OCH 3 
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T L C : R f 0.60 '(g^^/V : gj;& : *= 3 1 : .1 : 1 ) ; 
NMR(300MHz; CD 3 OD) : 8 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz ; 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = S.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H), 2.11 (s, 3H) 0 

Hfl5#!)2 (18 3) 

8- (N-^vvl— N- \ J^>V) 7^/) ~ 2 - / 

10 (2-^PO-4-^K'>7i^) -5, 7-^tKD-7 

o [3, 4-d] fc^/n [l, 5- a] fc° >J 5 • 2i£g£i£ 




OCH 3 
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!, 

T L C : R f 0.80 .(gm^jl, : gftg : tK= 3. : 1 : 1 ) ; 

1 i 

NMR(300lvfez, CD 3 OD) : 5 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.13 ,(s, 2H), 4.96 (s ; 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s ; 

3H), 3.76 (m, 1H), 3:56 (m, 1H) ; 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) C 

.1 . ' 1 

1 ■ 

iii 2 (18 4) 

(2-^,nn-4-n^7x-^) -6, 7-v>tKo-5 
H-v-^P^^i? [d] fc°7 N /D [1, 5 -a]' t°V$.i?>" 2&I£tt 




OCH3 



TLC : R f 0.27 P P ~fojVJ* ; J- $> J — >V= 9:1) ; 
NMR(300MHz, CD 3 OD) : 6 7.46 - 7.26 (m, 6H), 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H), 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H) C 

mmm 2 (185) 

8- (N- (2-y"^=-M -N-^fvKT^/) - 3 - (2 

-^f;V-4-n^7j=^) -6, 7-^tKo-5H-^o^ 
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9 [d] t'yy'n [i, 5- a] t°!)r^y-IIM 




0CH3 



T L C : R f 0.36 (^$-fy : ^^^ /U=Z 2:1) ; 

1 

NMR(3001V]Hz : CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2.1Hz, 2H), 4.08 (m, 2H), 3 83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, ' 
J = 2.1Hz, 3H), 1 .47 (t, J = 7.2Hz, 3H) C 

MMM 2 (18 6) 

10 8- (N — -N-^fv^T ^ J) -2-^^-3- (2 

F^f-y7i^) -5,. 7-^kKD-7D [3, 4-d] 
t'^D [l, 5 -a] I^^v'y-Iil 




OCH3 



T L C : R f 0.26 (^^rf"^ : 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J - 2.4, 8.4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36 (s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t , J = 7.2Hz, 3H) C 

i 

5 mm 2 d87) 

8- (n — ( -N-^f-jur s: y) -2-/3-/^-3- (2 

h^v-7^^/U) -6, 7-i/t KP-5H-^o^y 
* [d] k c 7^/n [l, 5- a] v^V- W 



10 T L C : R f 0.32 : RSfc*?vW= 2 : l) ; 

NMR (300Hz, CDCI3) : 8 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S, 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) C 

15 

mmm 2 ( 1 8 8 ) 

8- (N, N-v^n tVUT^ 7) -2-p<^-3- (2-*nn-4- 
^ f^ri/7i^) -6, 7-^kFn-5H-^P^ [d] t 0 yy* 




• HCI 



OCH3 
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i, i 




OCH 3 



T L C : ' R f ' 0.40 : %m^/V= 3 : l) ; 

NMR(300MHz. CDCI3) : 5 7.30 (d, J = S.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H) ; 6.88 
(dd, J = 2.7, 8.4Hz, 1H), 3.83 (s, 3H) ; 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t J 
5 = 8.1Hz, 2H), 236 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t : J = 7.2Hz, 6H) C 



10 



nmm 2 (189) 

8- (N- ; . ;i (2— ^-/V) -N-is? D^n tVM f-/UT ^ J) - 2-? 
J-JV- 3 - (2-^Dn-4-n^>7x^) -5, 7-^kFn-7 
d [3, 4-d] t°7y*P [1, 5- a] t°V^i?> 





OCH3 



15 



TLC : R f 0.50 ( Y^^s : T±h>= 5:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
(m, 2H), 2.39 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.15 (m, 1H), 0.64 - 0.56 (m, 2H), 0.38 
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- 0.28 (m, 2H) C 

mmm 2 (190) 

5 fjV-S- {2-y-3-jV-4-^y*i/7^~jV) -6, 7-i?t Kn-'5 

H _^^p^^^ [ d ] fyy'p [ 1( 5_ a ] t°y^> 



T L C : R f 0.22 i^-fy : &%&3l?-)\,= 3:1); 
NMR(300MHz : CDC1 3 ) : 6 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (rn, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mmm 2 (191) 

15 8- (N-v^ n^p fcVW-N- (4- tf-jV*?*? ol^;V) ^J-jVT^J) 
-2-^^-3- (2-^oo-4-^ h^^x^/U) -5, 7-S?fc 
K0-7D [3, 4-d] fr/n [1, 5-a] K'}) 




OCH3 



197 



WO 02/053565 PCT/JP01/] 1581 

• 




OCH 3 



TLC : R f 0.20 (^if^ : @^g£rcfvV= 3 : l) ; 
NMR(300MHz; CDC1 3 ) : 5 7.32 (d : J = 8.4Hz, 1H), 7.19 - 7.13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s,.2H), 3.84 (s, 3BQ, 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m, 4H) C 

mm 2 d92) 

8- (N-7°n tVi^-N- ^ =f-;VT \ J ) -2 

10 {2-? Tiu -4- Y$ri/7 -5, 

-7D [3, 4-d] h°?yv [l, 5 -a] k"^^ 
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!, 




och 3 



T L C : R f 0:25 (^ty : @^^^= 3:1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 '(m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m ; 2H), 0.89 (t, J = 
7.5Hz, 3H) C 

mmm 2 (193) 

8- (N-i/^n/PtVWN- (4-7/^o7i-^) ^W57) 
10 -2-^^-3- (2-^nP-4-^^7i=/V) - 5, 7-5?t 
Fd-70 [3, 4-d] t°7y'n [1, 5-a] t^v 5 ^ 
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F 




OCH 3 

TLC:Rf 0.19(^-^^:1^^^=3:1) ; 
NMR(300MHz ; CDC1 3 ) : 5 7.32 (d, J = S.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s, 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m 3 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

mmw2 (194) 

ff-jv-z— (2-^pp-4-^^7i=;V) -6, Fo- 
10 5H-^o^ [d] t°yy'n [l, 5- a] fcTJJ^v^ 




OCH3 
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T L C : R f 0.48 : 3:1); 

NMR (300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 
= 2.4Hz, 1H), 7.05 - 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 2.04 
5 (quint, J = 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) C 

mmm 2 (195) 

8- (N-/o kVU-N- (3-7;^o7x=/U) ^ J'J^T % J ) -2- 
(2-^nn-4-^f^>7i^/V) -5, 
10 7 a [3, 4-d] t'^y'n [1, 5- a] t 0 !)^^^ 




OCH 3 

TLC : R f 0.46 {^^V : ^^;U= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (m, 2H), 2.41 (s, 3H), 1.68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H)„ 



EM 2 (19 6) 
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8-v ; 7 P DtVl>7^y-2 T 7 ( ^-3- '(2; 5-^nn7i-;k) - 
6, 7^feKD-5H-^o^y^ [d] t°7^D [1, 5-a] k° U 




10 



T L C : R f 0 ; 64 .(«^f-f-> : %$m^?-;ls= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 
(dd, J = 8.7, 2.4Hz ; 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H), 0.89 (t. 
J = 7.2Hz, 6H) 0 

mum 2 (i9.7) 



8-v>7 c .DtVV7^y-2-^^-yU-3- (2, 4-^dd7x^) - 
6, 7-v^tKD-5H-^o^ [d] t'^c [1, 5-a] t° D 



15 




T L C : R f 0.57 (^l^ : SfcH^^V^ 3:1) ; 



202 



WO (12/053565 PCT/JP01/1 158) 

I, 

NMR(300MHz, CDC1 3 ) : 6 ' 7.51 (d, J « 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 
(dd, J = 8.1,'l4Hz, IH), 3.65 - 3.50 (m, 4H), 2.96 (t, 3 = 7.2Hz) and 2.92 (t, J = 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz,6H) 0 

\ 

5 • • 

r 

mmm 2 ( 1 9 s > 

- 2->f-/U-3- (4-^^7 31=^) -6, 7 
-i/tFn-5H-r^n^ [d] fyy'n [l, 5- a] fc'D^v^ 




CH 3 



10 T L C : R f 0.58 : $m^<?-/U= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) C 

15 mifcM 2 (19 9) 

8 _^^n tVl^r^ /- Z-tf-fr-Z- (3 -^f"^7x^^) -6, 7 
-^tKn-5H-^n^ [d] [1, 5 - a ] t°!) i- *?ls 
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TLC : Rf 0.61 i^-^y : ^fc^3L=f-;v= 3:1) ; 
NMR(300MHz. CDC1 3 ) : S 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 (t, J = 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.4] (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) C 



Hi 2 (2 0 0) 

i 

8 -^PW^- {2-*J-;V7a^-/V) -6, 7 

10 -^tFD-5H-^D^ [d] \?7-Jti [1, 5- a] 



T L C : R f 0.56 (^^f-^ : Bfflktf7V= 3:1) ; 
NMR(300MHz ; CDC1 3 ) : 6 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 




(2 0 1) 



204 



WO 02/(153565 PCT/JP«1/]1581 

!, 

8- (N-t/n.tVW-N- ix^/ [d] ,1, $-i?**y?>-5-4A') 
/f-Jl'T^Py - (2-^^-4-^ ^^7s^) 

-6, 7-ytKc-5H-^P^ [d] ' fy/n [1, "5- a] t° 




T L C : R f 0:31 : %m^jv= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) 0 

mm\ 2 (2 0 2) 

8- (N-ynh>-N- (^O'y [d] 1, 3-^y7^-5-^;V) 
t^AsT^S) -2-^^-3- (2-^DB-4-> l«^7i^V) 
15 -6, 7-^kKo-5H-^n^ [d] t'^n [1, 5-a] t* 

u ^v 5 ^ • mm. 
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T L C : R f 0.38 (^^> : J$&x.?-jiV= 2:1); 
NMR (300MHz, CDCK) : 5 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd : J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85,(s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t, J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) C 

SM^i 2 (2 0 3) 

8- (3— O^T^y) -2-7^/1—3- {2- ^J-jvy ^=./V) - 
10 6, 7-v/tKn-5H-^n^ [d] \i°yy*u [l, 5-a] t°D 




206 



WO (12/(153565 



PCT/JP01/J1581 



TLC : Rf 0.39 (^Mf-V :.Bft&£?vV= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.18 (m, 4H), 6.23 (d, J - 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, ' 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1 .80 - 1.58 (m, 4H), 1.08 - 0.96 (m, 6H) 0 , 



IM2 (2 0 4) 

8- (3-^>^/UT^y) -2-^A— 3- (3-^f^7i=;V) - 
6, 7-^tKD-5H-^D^ [d] t7y'D [1, 5-aJ fc° JJ 



T L C : R f 0.45 y : @M^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.SHz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1.82 - 1.55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 

gH 2 (2 0 5) 



8- (3— <^/UT^y) -2-^^-3- - 
6, 7-v?tKn-5H-^n^ [d] fc^/a [l, 5-a] fc"^ 
20 5 i?y 



5 
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T L C : R f 0.47 : H=g|;t^vw= 3:1); 

NMR (300MHz: CDC1 3 ) : 6 7.57 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3:83 - 3.75 (m, 1H), 3.08 (t, 3 = 7.2Hz, 2H), 2.94 (t, J = 7.2Hz ; 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t,J = 7.2Hz,6H) 0 



10 



H»J 2 (2 0 6) 

8- (3--<yf;V7$;) -2-^/V-3- (2->?Vk^a— 4-p< 
Y*i/y^=-JV) -6, 7-^tKD-5H-^P^^ [d] f^/o 
[1, 5 - a] t c y ^ • j£Sfc:& 




OCH 3 



T L C : R f 0.10 1/ : 3:1) ; 
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NMR(300MHz; CDC1 3 ): 5 '7.26 - 7.16 (ni, 1H), 6.83 (m; 1H), 6.84 - 6.76 (m ; 1H) ? 
3.97 (m^'lH)*' 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H),' 1 .95 ,- 1 .44 (m, 4H), 1 . 1 1 - 0.99 (m, 6H) C 



5 



■mm 2 02 o 7) 



8- (N--7°Dh°^-N- (-<>y [d] l,'3-y^y7>-5-^^) 



-5, 7-C?kKo-7B [3, 4-d] fc 0 7^O [1, 5- a] fc° U $ v> 



T L C : R f 0.40 (^1^ : f^@^^= 2:1) ; 
NMR(300MHz : CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 (s, 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
15 2H), 0.95 (t, J = 7.2Hz, 3H) C 




10 



OCH 3 



HMM 2 (2 0 8) 

8- (N-- <>-^-N-^^n^°nt:Vl/^^^T5:y) -2-^A--3 
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- (2 h**S7^—M -6, 7-i?kKP-5H-^, 



TLC : R 1 0.58 : W^Wt^/^= 2 : 1) ; 

5 NMR (300MHz, CDC1 3 ) : 6 7.25 - 7.43 (m, 5H), 7.13 (d, J = 7.8Hz, 1H), 6.90 (d, J 
= 2.4Hz : 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0. 1 8 (m, 2H) C 

10 MMM 2 (2 0 9) 



- (2-^dp-4-^ h#i/7x^) -6, 7-^kFP-5H-^ 
[d] t°7^n [l, 5- a] fc° U 5 v 5 ^ • jftifett 



n-<V^ [d] kyy'P [1, 5- a] t° y ^ • :&^±£ 




OCH 3 
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OCH 3 



TLC : R f 0.56 : »3ifvV= 2 : l) ; 

NMR(300MHz : CDC1 3 ) : 5 7.25 - 7.43 (m ; 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.S5 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 ' 
5 (t. J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m : 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, 
2H) e 

MtMM 2 (210) 

8- (N— <y^-N-^n7°D Wf;l/7$/) 
10 - (2-^np-4-^^7x^) -5, 7-S?t Kn-7o [3, 
4 - d ] t°7 y n [ 1 , 5 — a J t'Hyy- 
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TLC : R.f 0,47 (^ifX': IM^^^= 2 : .1 ) ; 
NMR (300MBz, CDC1 3 ) : 5 7.26 - 7.45 (m,'6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz,. lH),'5.36(m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m; 1H), 0.66 (m, 2H), 0.22 (m, 2H) 0 



ii 2 (21.1) 



8- (N-7;^;V-N- (2-^f-^/W 75;) -2-^fVU-3- (2 
* [d] [1, 5 -a] 




10 OCH 3 



T L C : R f 0.38 (^-^ : H=^n^vW= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.SHz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz, 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

!l 2 (212) 



8- (3— <l/*}-frT%;) -2-^^-3- (2-^^-4-7/^ 
P7i^) -6, 7-^tKD-5H-^D^ [d] M°7V*X2 [l, 

20 5- a 3 t°y -mm. 
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F 



T L C : R f 0.44 (^-fy : ^oi^;l/= 3 : l) ; 
NMR (300MHz,. DMSO-d 6 ) : 5 7.34 - 7.24 (m, 2H), 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (brt : J = 8.1Hz, 2H), 2.95 (brt, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2.12 (s) total 5H, 1.85 - 1 .60 (m, 4H), 0.95 - 0.85 (m ; 6H) D 

i 

mum 2 (213) 

8- -2-7«^^-3- (2, 5-^po7i = 

M -6, Kn-5H-^D^y^ [d] t'7^D [1, 5-aj 

io t°y • wmm. 




T L C : R f 0.46 ■ g»r.fvV= 3 : 1 ) ; 

NMR (300MHz, DMSO-d 6 ) : 5 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (brt, J = 7.8Hz, 2H), 2.96 (brt, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 r 2.10 (m, 2H),. 1.85 - 1.60.(m,'4H), 0.89 (t, J = 7.5Hz, 6H) 0 



Hflfrgil2 (,.2 1 4)' '"• 

8- (3-^VfyVT^y) -2-^^-3'- (2, 4 -v*^ hdff?*: 



TLC : R f 0.43 (^Mf^ : g^^Jcfr/U= 1:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (brt, 
J = 8.1Hz, 2H), 2.99 (brt, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

MMM 2 (215) 



15 8- (3-^^f-yUT^y) -2-^5vV-3- ( 2 -7;Vjrxn - 4 

)V73L~)V) -6, 7-^tFn-5H-^DXy^ [d] t°7 N /n [1, 
5 -a] 



5 -6,,,7-i/tKn-5H-^n^^ [d] t^yn [l, 5- 

a] t°y * 




OCH 3 
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CH 3 



T L C : R f 0.43 '(^-fy : ft®fo.^^= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 9.20 - 9.00 (m, T39 (t, 3 = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, lH)^ 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H,0 in 
5 DMSO-d 6 X 3 ; 14 (brt, J = 7.8Hz, 2H), 2.99 (bit, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz ; 6H) C 

> i< 

mmm 2 ( 2 1 6 ) 

8- (N-^/V-N- (2-zfJ-~;V) T^y) -2-^<?VV-3- (2 

10 f^f^i^l/) -6, Ko-5H-^P^y 

^ [d] t^y'p [i, 5- a] 




OCH 3 

T L C : R f 0.80 (^^i^V : %$^aL?-/U= 1:1) ; 

NMR(300MHz ; CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 



215 



WO ((2/053565 



PCT/JP01/1J581 



(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t, J 



= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m, 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) e 



8- T^y) -2-/^-^-3- (2 

d d-4 Y^i/'Px.—fr) -5, 7-i?kKn-7o [3, 4-d] 
t c y y' p [ 1 , 5 - a ] fc° y * v>> 



T L C : R f 0.78 (^r1f> : SgJ^^^= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.28 (d 5 J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H), 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
1 5 (sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) C 

mmm 2 ( 2 1 8 ) 



8- 2-y'f-;UTK /) -2-*J-;V-Z- {2-^f-)V- 

4-* s.=.tv) -6, 7-v?t Kn-5H-^P^ [d] t° 

20 7V'n [1, 5- a] fc°!> SS^-ttHifc 





10 



OCH 3 
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OCH 



T L C : R f 0.36 (^fy : gfix^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd .1 = 4.2, 8.4Hz, 
1H), 6.89 (d, .1 = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 ■ 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, 3 = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) 0 ., 

MMM 2 (219) 



8- ( 1 — /) - 2 -yt^/V- 3 - 

10 -4-^f^^7x^) -6, 7-i/t Kp-5H-^d^ [d] 
fc'^y'n [l, 5- a] ^x/^ -M.m& 





OCH 3 
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I, 

T L C. : R f 0.36. (^*-fy : ^3L^-.;u= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.42 (brd, J = 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.]Hz, total 1H), 6.88 (d; J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H), 2.20 
5 and 2.18 (s, tptal 3H), 1.52 - 1.95 (m, 6H), 1.4l' and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37 (m, 5H) 0 

I 

i • 

I 

MMM 2 (2 2 0) 

8- (2-^^757) -2-^^-3- (2-^^-4-^ h^r 
10 ->7x^) -,6,'7-^tKn-5H-^'n^ [d] t'^'n [l, 

5- a] t'v'mt^.-mm 




T L C : R f 0.36 : ^fc^jv= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m,3H) c 

20 HJfcfllJ 2 (221) 
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!, 

8- ( 2 -^T^VT ^ / ) -2-^f./V-3- (2— **f-)V-A-* 

7-5?tKn-5H-^n^ [d] fyy'n [1, 

5 -a] %vv - mm 




OCH 3 

TLC:R.f 0.43 (^f-> : ffi&^j\,= 3:1); 
NMR (300MHz, CDC1 3 ) : 5 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) C 

mum 2 (222) 

8- (1-^ h^rV-2-yntVUT^y) -2-^f-JV-3- (2-^f- 
/U _4_^ ^»>7 X -^) -6, 7 -v>fc Kd- 5H-^ o^:/^ [d] 
t°7/D [1, 5 -a] fc°!J §^-4H|ft!ft 
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HN 




• HCl 

CH 3 



OCH 3 



T L C : R f 0.30 i^-fy : g^cn^-/W= 2:1); 
NMR(300MHz, CDC1 3 ) : 8 7.66 (brd, J = S.4Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), 
3.23 (m, 1H), 3.11 (m, 1H), 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), 
1.49(d, J = 6.6Hz,3H)o 



10 8- {2-$-?=3-;VT 5: J) - 3 - ( 2 4 '- * h 3r 

v-7ai=/U) -6, Kn-5H-^P^y^ [d] fc 0 7y*P [i, 

5 -a] t°y 





OCH 3 



T L C : R f 0.60 {^^-y : f^^^vk= 2:1) 
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NMR (300MHz. CDC1 3 ) : 6' 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.1Hz, total it)', 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H),3'.50 (bit, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 



5 1.26 - 1.45 (m, 8H), 0.90 (m,3H) c 



(2 2 4) | 

8- (1, 2, 3, ,4-7=- f7t Knf7^ V>- 1 -4 )V) T^/-2- 
^7^-3- (2 -y 4 -p« h^v^^/k) -6, 



T L C : R f 0.16 : @ftt^?vW= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H)o 

mmm 2 (225) 




10 5H-^o^ [d] fc°7 v /p [1, 5-a] t'D v^y 




OCH 3 
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8- ( (IS, 2S, 3S, 5R) -2, 6, 6 - h V * TsUVi/jr o [3.. 



1. 1] - 3 T^y~2-/ fvl'- 3 - ( 2 fvV- 4 - ;>< 

f^^7x^) -6, 7-v?tKo-5H-^0^ [d] t°7 N /P' 

[i, 5 -a] try =• 



T L C : R f 0.25 {^-f^ : ftgfc:n^vi,= 3:1); 
NMR(300MHz ; CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6:78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m ; 2H), 2.3 1 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

mmm 2 (226) 

8- (3-^V^/^T^ /) - 3 - (2-^f^-4-^na 

15 y^~?V) -6, 7-v?tFo-5H-^D^ [d] [1, 

5 - a] t°v *i>y- mmm. 
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CI 



T L C : R f 0.41 > : M^/W= 3 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m ; 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint ; J = 6.6Hz, 2H), 1.92 - 1.40 (m : 4H), 1.06 (t, J = 7.2Hz, 6H) C 

1 

mm 2 (227) 

8- (3-^yf;W7 5/ ) -2-/f-J>-3- (2, 5 * 
-fr) -6, 7 -v>fc Kb - 5 H-v^ D^V^ [d] t c 7V'o [ 1 , 5- 
io a ] try * i/> • IK 




T L C : R f 0.52 : ft|fezc^-/U= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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. nil 

! 

3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint; J = 7.8Hz,.2H), 1.90 - 1.40 (m, 4H), 
1.05 (t, J"=7.-5Hz,6H)c 



m&M2 (2 2 8) 

5 8- (3— <y$-/]s7^ /) -2-/ J-f^ 3 - (2-^ hdf->7x=^) 
-6,' 7-^t.F.P-5H-^a^ [d] M'yVn [l, 5- a] fc° 




TLC : R f 0:24 (^1^ : gft£ai^ji,= 3:1) ; 
10 NMR(300MHz, CDC1 3 ) : 5 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (m, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz ; 
6H) 0 

15 gjj 2 (2 2 9) 

8 - P tVM ^A-T ^ J - 2 fvV- 3 - ( 4 - 

* y**s7 ^=-)V) -5, 7-^kFn-7n [3, 4-d] t 0 7y*P [l, 

5 - a ] t o y *w -mmm. 
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OCH 3 



T L C : R f 0.46 : RK^f"/W= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.87 (m, 1H), 7.11. (d, J = S.7Hz, 1H), 6.89 (d, J = , 
2.7Hz, 1H), 6.82 ,(dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 

i ■ 

5 2.90 (m ; 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1 .26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H) 0 



»(>■ 



i|2 (230) 



8 - (N-^^-N-^^T^y) -2-^^-3- (2-^^/V- 
10 -5, 7-^tFn-7P [3, 4-d] ^7^p 

[1, 5- a] v^'III 



IM 




T L C : R f 0.49 (^f->" : ft»^-^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 



225 



WO (12/053565 



PCT/JP01/1158J 



(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.S5 - 4.00 (m, 4H), 3.83, (s, 3H),. 
2.29 (s, 3H), 2.19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz, 3H) 0 

b 

1 

5 W&M 2 (231) 

8- (N--7^/t--N-7 c n tVV7 5 /) - 2 - 9vU- 3 - (2-^fvU 
-4 b^rv^^-A-) -5, 7-^kFP-7n [3, 4 - d ] t°7i/ 
d [1, 5 -a] fc'y^v^-Jt^lt 



10 TLC : R f 0.54 (^=*rf-> : g^aif-^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = S.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H)c 

15 

H»!l2 (2 3 2) • 




8- (N, N-i>^DtVl^T^y) -2-^^-;W-3- (2-^^-4- 
p< -5, 7-v ! tFn-7P [3, 4-d] ^7^0 [1, 

5- a] ¥}) -mmm. 




OCH3 
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CH 



OCH 



TLC : Rf 0.51 (^^rif> : ffl&x-f IV- 2 : l) ; 
NMR (300MHz, CDC1 S ) : 6 7.10 (d, J = 8.4Hz, 1H) : 6.89 (d, J = 3.0Hz, 1H) : 6.82 
(dd, J = 3.0, S.4Hz, 1H) : 5.39 (brs, 2H), 5.2] (bis, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2.19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) D 

mtm 2 (2 3 3) 



8- (N-ni^vU-N- (4-tKuWf;>) 757) - 2 - ^ fvU- 
3- (2-p«f L yU-4-^ hdpi/^a—^) -6, 7-^kKu-5H-> 
10 [d] k 0 7y'D [1, 5 -a] t-y^v^-^^ 



TLC : R f 0.29 (^^rfy : 1:2) ; 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz ; 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2.17 (s, 





OCH 3 
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3H), 1.S6 (m, 2H), 1.61 (m, 2H), 1.38 (t J =.7.2Hz, 3H) 0 



gjgjgLg (2 3 4) 

S-fc** (2-7<. .|dri/if;k) 7^y-2-:^^/i--3- (2-^np- 
5 4 ^^r;>7mn/^) -5, 7-^0-7 0 [3, 4-d] M'y^Ju 
[l! 5-a]'.t°.y $v>V - Mil 



NMR(300MHz; CDC1 3 ) : b 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, 3 = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s ; 3H), 3.71 (t, J = 5.1Hz, 4H) : 3.35 (s, 6H), 2.35 (s, 3H) D 

mum 2 (235) 

8- (3-' <>f-;VT% J) -2-^/^-3- (2-^ h=¥V-5--fy 
15 ynt%7i^) -6, 7-^tKn-5H-^n^^ [d] ^yV 

d [i, 5- a] t°i; 5 >>> • 



H 3 CO^~. 




OCH 3 



OCH3 



T LC : R f 0.35 (^^rf-> : H^^fvl/= 1 : 2) 
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HN 




•HCI 




OCH 3 



T L C : R f 0.36 : &&t^?-/l,= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.23 (dd, 3 = 8.4. 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 . 
(m, 4H), 1 .26 (d, 3 = 6.9Hz, 6H), 1 .04 (t, 3 = 7.5Hz, 6H) C 



8- (3-<y^75y) - 3 - ( 2 b^rv'- 5 -7 ;V 

1 

10 7ruy^^.)V) -6, Kb - 5 H-v^ [d] fc'yy'n [1, 

5 - a J fU • i&SNi 



T L C : R f 0.26 (^f-> : gfcg^^vl^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 





F 
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4H, 3.52 - 3.40 (ni, 2H), 3.12 (t, J = 7.2Hz : 2H), 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 



5 8- (N-^^V-N- (4 -7;^D.7i^) t^-J^T^S) - 2 

(2-.^Pn-5-^Ki/7x-^) -6, 7-i?t Ko-5 



H-v-^n-S^^ [d] k c 7y'o [1, 5 -'a] t° y * i> > • MM i£ 



TLC : R f 0.40 (^^f-^ : @^@^5vW= 3 : l) ; 
10 NMR (300MHz, CDC) 3 ) : 6 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) 0 

Hifeflil 2 (2 3 8) 

15 8- (N-^^-N- (4-7/l/tD7^^) ^^7 5:/) -2-^ 
f-/V-3- (2-^dd-4-^ f^>7x-^) -5, 7-7tF0-7 
o [3, 4-d] k'^D [1, 5 -a] f JJ 5 S» • Sfcifctt 



2H), 1.90 - 14Q (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 




F 




OCH3 
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TLC : R f 0:20 '(^*-fy : IM^^= 3:1) ; 
NMR(300MHz, CDG1 3 ): 6 7.40 - 7.26 (m, 3H), 7.12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H) ; 
5 3.70 (m, 2H)„2.37<s, 3H), 1.76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) C 

H»J2 (2 3 9) 

8- (N-^/V-N- (4-7/^a7i=^) -2-^ 
(2 -7« \>*t*/7 a^—AA -5, 7-v/k Kd-7 
10 p [3, 4-d] ^7-/0 [1, 5- a] bTJJ 5 • JfiSHft 
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F 




OCH 3 



TLC : Rf 0.28 i^-fy : fflg:n?vi,= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m ; 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s ; 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) D 

mmm 2 (240) 

8- (3— <y3-fr7^y) 3- (2-p< h^rv— 5-^ p 

10 uy^-jis) -6, 7-v?tKn-5H-^n^ [d] fr/D [l, 
5- a] fp 5 v>> • fflSI 
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I 
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TLC : Rf 0.26 (^-f> : ^oc^/u= 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d ; J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1 .90 - 1 .40 (m, 4H), 1 .05 (t, J = 7.5Hz, 6H) 0 

2 (241) 



8- (N-^^;L—N- (2-7^y/V) 7^7) - 2- /i-Jls- 3- (2 

-5, 7-i?kKo-7n [3, 4-dJ 
10 t'7y'n [ 1 , 5 - a ] fc e V ^ v 5 ^ • 

• HC1 



TLC : Rf 0.37 (^^f-^ : @^S|^^;V= 2 : 1) ; 
N MR (300MHz, CDCh) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1 .90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3H) 0 

mm 2 (242) 



8- (N-^o t°A—N- (2-7^y/W 7 51/) -2-^^-3- (2 
-^^-4-^ h^v-7^-/V) -5, 7-^fc Kn-7B [3, 4-d] 
20 t'^^n [l, 5 -a] t'y^v'y-^m 





OCH3 
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HCI 




OCH 3 



T L C :' R f 0.47 , (^MJ-^ : |fiif;U= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz 3 1H), 6.82 
(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39 (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H), 
3.83 (s, 3H), 2.31 (s,' 3H), 2.18 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1.05 (t, 
J = 7.2Hz,:3H) 0 



ij 2 ( 2 4 . 3 ) 

8- (N-yobVU-N- U-^^^^/V) ^^-/l^T^y) -2 
10 -^f;W3 - (2-^f;u-4-^ f^7x^;V) -5, 7-ykKo 
-7n [3, 4-d] k'^o [1, 5 -a] t'V Sli?^ -MMM 

SCH 3 




HCI 




OCH3 
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I, 

TLC:Rf 0.45 . (^*ffy : 0M^?^= 2:1) ; 
NMR(300$Hz, CDCI3) : 6 7.27 (d, J = 8.4Hz, 2H), 7.20 (d, J = 8.4Hz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s, 3H), ].84((m, 2H), 0.97 (t, J = 7.2Hz, 3H) C 

t 

I 

I 

mm\2 (244) 

8- (N-:/n fcVy-N- (-<>y [d] 1, 3-^y7^-5-^/>) 
t^jVT^J) - 2-7^^-/^-3- (2 -y h^ri/7x^) 

10 -5, 7-^f,Fb-7P [3, 4-dj t"7V f D [l, 5~a] t 0 ]J5v 
^ • 




T L C : R f 0.45 (^-fy : 1^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) C 
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HflSfl] 2 (2 4 5) 

8- (N-^y^/U-N-^n/c WW^/) -2-^^-3 
- (2-^f^-4->fWi=^) -5, 7-v ! kKD-7D [3, 
4 - d ] t'7 x /n [ l , 5 - a ] fc°. i> ^ v 5 ^ ■ 



T L C : R f 0.47 i^-f > : %m^^= 2:1) ; 

NMR(300MHz, CDCI 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz ; 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
10 1 H), 0. 69 (m, 2H), 0.24 (m, 2H) D 

H»!l 2 (2 4 6) 

8- (N-^n/ntVMf/l'-N- ( 4 - h ]) ^ J-;U7 

^W^y) -2-^^-3- (2-^dd-5-^ F^v-7x^) 
15 -6, 7-S?fc Ko-5H-^p^ [d] fc°7V*P [1, 5-a] t° 




5 



OCH 3 
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TLC:R f 0:48 (^*-f> : g^oi^= 2:1) ; 
NMR(300MHz, CDG1 3 ) : 8 7.62 (brd, J = 7.8Hz ; 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H) } 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), ,3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s : 3H) ; 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) C 

mMM2 (2 4 7) 

8- (N-v-i? o^n tVi^fvu-N- ( 4 - h ]) yjviru ^ J-jvy ^ =.;v) 
10 ^W^y) - 3 - (2-^dd-4-^ b^r^7i=;V) 

-5, 7-^tKn-7D [3, 4-d] t 0 7y*P [l, 5-a] t°!J5y 
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OCH 3 



T L C : R f 0.42 : f^^f-;V= 2:1); 

NM R (300MHz, CDCI3) : S 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = S.4Hz, 1H), 7.08 (d : 3 = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, 1H), 0.72 - 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) C 

mm2 (2 4 8) 

8- (N-^P^a Wf;WN- ( 4 - Y ]) 7;Vjru / f-)V7 ;V) 
10 - 2 3- (2 -7<5 L ^-4-7 ( h^rv-731-^) 

-5, 7->?tKD-7P [3, 4-d] t°7/n [l, 5-a] fc° D 5 *J 
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TLC : Rf 0.42 (^^^ : gfcgfca: 2:1); 
NM R (300MHz, CDC1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, 3 = 7.SHz, 2H), 7.12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J - 8.4, 2.7Hz, 1H), 5.42 (m, 
5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H) ; 0.26 - 0.18 (ra, 2H) C 

mmm 2 (249) 

8- (N-^p tVl'-N- (4-^7;7x-;V) ^w^;) - 2 
10 3 - (2-^^-4-^Kv'7i-/l') -5, 7-v 5 tKn-7 

P [3, 4-d] t 6 7 % /n [1, 5- a] k'U v^-til 
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CN 




TLC : R f 0.2? : ftgfccfvl'- 2 : 1 ) ; 

NMR (300MHz; CDC1 3 ) : 5 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
5 (brs, 2H), 5.09 (brs,.2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) 0 

mm\2 (2 5 0) 

8- (N— >^ n^p tf^-N- (4-7;l'tn7x=;i/) ^ 
10 -2-^^-3- (2-^nn-4-> f^^7x^I/) -5, 7 -S?fc 
Ko-7P [3, 4-d] t'^/o [l, 5-a] t^^^^-^m 
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OCH 3 



T L C : R f 0.40 : mM^f~^= 2:1) ; 

NMR (300MHz, CDG 3 ) : 8 7.32 (d, J = S.4Hzj 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H)„2.56<m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) C 

mmm 2 (251) 

8- (N — v"^ n ~fn t°/U-— N — (4-7/^D7x^) ^W^/) 
-2-^^-3- (2 -*^-)V- 4 -7* F*->7i^) -5, 
10 Kd-7p [3, 4-d] t°7^n [1, 5-a] ¥ }) $i?> ■ 
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F 




T L C : R f 0.44 : ffl-j|jL?vU= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.S8 (d, J = 
2.7Hz, 1H), 6.82 (dd. J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, 
5 3H), 2.60 (m, lH), 2.38 (8,3^,2.18(8,3^,0.90-0.80(111,4^ 

MMm 2 (2 5 2) 

8- (N-^n/DtVMf^-N- (4-7;^n7i^) ^f-JVJ 
-2-^^/V-3- (2-^^-;V-4 Y**y7^=-jV) -5, 7 
10 -vtFo-7D [3, 4-dJ h^y'p [1, 5 -a] k c !) v^-SH 
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OCH 3 



TLC : R f 0.49 : f^Bt^jV= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : b 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H) ; 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28- 0.18 (m, 2H) 0 

jftj 2 (2 5 3) 

8- (N-T'n tVW-N- (2-t< h^ri/if^) 757) 
10 3- (2-^np-4-^ h^fi/^^^yU) -5, 7-v?tKD-7P [3, 

4 - d ] f7 /p [1, 5 - a ] $ *?y • it^Ji 




OCH 3 
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I. 

T L C : R f 0,35 (^$"f> : |^ai^= 2. : 1 ) ; 
NMR(300J\pz: CDC1 3 ) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz, 3H) C . 

l 

mm 2 (254) 

3- (2-^f7V-,4 har^^^-yi.) - 5; 7_^ t |c- n -7D [3, 
10 4 - d ] t c 7 N / a X 1 , 5 - a ] fc° y 5 • 




OCH 3 

T L C : R f 0.33 : g^o:^/u= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.11 (d ; J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) 0 

H;5fcffi]2 (2 5 5) 

8- (3 — °yf-/v-T ^. /) 

20 7^-;v) -6, 7-v?tKo-5H-^n^y^ [d] t 0 yy*P [i, 
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T L C : R f 0.45 (^$-f> : @M^^= 2:1); 
N MR (300MHz, CDC1 3 ) : 8 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, ]H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H) : 4.06 - 3.88 (m, 1H), 3.41 (brt ; J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90- 1 .40 (m, 4H), 1 .06 (t, 
J = 6.6Hz, 6H) 0 

mm 2 (2 5 6) 



10 8- (N-^otW-N- (2-^ T^J) 

3- (2-^nn-5-^^7x=/V) -6, 7 -v>t Ko- 5 H-ls 
[d] t'^y'n [i, 5-a] try 





OCH 3 



T L C : R f 0.46 i^^y : g£^?vV= 2:1) 
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! 

NMR(300MHz„ CDCI3) : 6 7.34 (brd, J.= 8:4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H) : 
6.99 - 6.91 (01,1 1H), 4.20 (m, 2H), 3.85 (s, 3H), 3.75 (m) 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H)„ 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H) C 

.1 l 

Mifak2 (2 5.7) 

8- (N-cc^-N- (4 -tJ-^^y ^=-)V) / f-^T^y) -2- 
^f-/U-3- (2-^dd-4-^ h^-->7^n;l/) -6, 7 -v?k Kn- 

5H-^n^[d] t^y'n [1, 5- a] try -ttiKfi 




0CH3 



TLC:Rf 0.42 : %fl&3Lj^jv= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) C 

immz (258) 

8- (N-.x^vV-N- (4 -^^vl^^oi^^) ^f-^7>y) -2- 
^5vU-3- (2-^on-4-^ h^r;/7x^) -5, 
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!, 

i 

7d [3, 4-'d] t^y^o 1 [i, 5 -a] Kv$v> -mm& 




OCH 3 



I ' 1 

T L C : R f 0.35 : fr= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1.42 (t, J = 6.9Hz, 3H) C 

m&m 2 (259) 

10 8- (n-^^vw-n- (4 -t^jv^jty tfivTX;) -2- 

^f7V-3- (2-^^-4-^ bdf-^7 3:-;l/) -5, 7-v?kKP- 
7n [3, 4-d] t 0 7^/a [1, 5 -a] t'D^i^-M 
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OCH 3 



TLC:Rf 0.40 : f^k^jv= 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 7.28 (brd, 3 = 8.4Hz, 2H), 7.22 (brd, 3 = 8.4Hz, 
2H),7.13 (d, 3 = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, 3 = 8.4, 2. 7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, 3 = 6.6Hz, 3H% 

2 (2 6 0) 

8- ( 3 — ^ J ) -2-^/^-3- (4 -^fvl^:*-? 
10 -6, 7-i?bKo-5H-^DX^ [d] t'yy'a [1, 5 - a ] fc° 

y 5 *Jy • 




SCH3 
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T L C : R f 0.46 (^#t y :, l^ixf /l/= 3:1) ; 
NMR(300MHz : CDC1 3 ) : 5 7.52 (d, J = S.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t : J - 7.SHz, 2H), 3.13 (t, J = 7.8Hz,' 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz ; 6H) 0 

mmn 2 ( 2 6 1 ) 

8- (N-^fvU-N- 75/) - 3 

- (2-^^-4 h^^xs^) -5, 7-v>fc Kp-7p [3, 

10 4-d] f7y'D [1, 5- a] t? U $ • &8fc& 



T L C : R f 0.61 : mB^^= 1:2) ; 

NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J - 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) C 

mmm 2 (262) 

8- (3-^yW^;) -2-/7-^-3- (4-^W^/7x 
20 -6, 7-i/t KD-5H-^n-<y^ [d] [l, 5- 
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a] t°y * i?y. : 




HN ^ 
I • ■ H( 




HCI 

CH 3 



N(CH 3 ) 2 



T L C : R f 0.57 (^f-^ : |^^^='l. : 1 ) ; 
NMR(300MHz, ,CDC1 3 ) : 6 7.72 (d, J = 7.SHz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
6.75 (m ; 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1.03 (t, J = 
7.5Hz, 6H) C 

mmm 2 (2 6 3) 



10 8- (N-v^ x2-fx2 yfjv* J-jV-W-yn M°;VT % J ) -2—/ fvU- 3 
- (2-^^-4-^ Y3rU7^~;V) -5, 7-v'tFP-7P [3, 
4 - d J t°y y'n [ l , 5 - a ] - jftlftjft 




T L C : R f 0.55 (^Mfi' : BH»j:?yi,= 2:1) ; 
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NMR (300MHz,' GDClj) : 6 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, '414Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 



2.33 (s, 3H); 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (V, J = 7.5Hz, 



3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 



5 



»J2 (2 6 4) 



8- (N-^DtVU-N- (5-^f^77^-2 — f/U) ^ fvKT ^ 7 ) 
- 2-/=?-;^- 3 - (2-^do-4-^ hdr^7i-;H -5, 7 -v>fc 
Ko-70 [ 3, 4 - d J k'^y'n [ 1 , 5 - a ]• fc° JJ 5 i?> 



TLC : R f 0.47 (^^y : KI^^/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz, 3H) 0 

mtfom 2 (2 6 5) 



8- (N-^n tw-N- (5-^^77y-2-{/i') 7*^7 5; y) 




10 



OCH 3 
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-2-^^-3- (2 -5, 

i 

Ko-7P [3, 4-d] t°7yo [1, 5- a] t'Kv'y 




OCH 3 



T L C : R f 0.49 (^-fy : g^3i^/W= 2 : 1) : 
5 N MR (300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H),4.91'(s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) C 

io mfem 2 (266) 

8- (N->^o/otVMf^-N- (2-/ Y^r-y=iL=f;v) 75/) - 
2-/5vu-3- (2-/5vi--4-/ Y^-yy -/i^) -5, 7-v^fcK 
o-7D [3, 4-d] t c yy*P [1, 5-a] tfU^v^-W^ 
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OCH 3 



1, 1 



OCH3 



T L C : R f 0.29 '(^■fy : W^^;V= 2:1) 



NMR(300MHz, CDC1 3 ) : 3 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90, (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J - 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 



mmm2 (2 6?) 

8- (N-^d^-N- (4- M)7/^o^W^v'7i^) ^ 
10 /VT^S) -2->^-3- (2-^f^-4-^Rv'7x^) -5, 
7-^tFo-7P [3, 4-d] t°7^n [l, 5 -a] K°V 



(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) C 





OCF 3 



OCH3 
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TLC : R f 0.5] : >v= 2 : 1 ) ; 

NM R (300MHz, CDC1 3 ) : b 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = S.lHz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J= 8.4, 2.4Hz, 1H), 5.13' 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s,3H), 1.64 (m, 2H), 0.90 (t, J = 7.2Hz s 3H) C 

Hffifll 2 (2 6 8) 

8- (N-7'ntVu-N- ('4-7/Pjn7i^) / ^)VT ^ J ) - 2 - 
(2 h^-S^s-A') -5, 7-^kKn- 

10 7n [3, 4-d] [1, 5- a] h° y ^ v> V • £&£ 



F 




OCH3 



TLC : R f 0.53 (^f->- : SSxf;v= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.32 - 7.22 (m, 2H), 7.17 (brd, J - 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H)o 



«!l 2 (2 6 9) 
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8- (3— O-fvKT^/) - no-4n^/^ 
?-*7^~jV) -6, 7-i?tFo-5H-^DXy^ [d] f7/p [1, 
5- a] t°y ^ • 



5 T L C : R f 0.64 : Wk^J^= 2:1) ; 

NMR (300MHz. CDC1 3 ): 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m : 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1.94 - 1.64 (m ; 4H), 1.10 - 1.00 (m, 6H) C 

10 mtfaM 2 (2 7 0) 

8- (N-i^ p^p tVM^Vl'-N- 757) - 2 

fvU-3- (2-^f;l'-4-^^>7i=;l') -5, 7-v?tKo-7 
o [3, 4-d] t°^y*n [l, 5-aJ fUS^-iftSafi 




SCH 3 




OCH 3 
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!. 

T L C : R f 0.52. (^^y : W^B^^= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, 1H), 5.37 (s, 2H), 5.05 (s, 2H), 4.58.(s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 
5 2H). : •' • ' • 

I • 

I 

■ (2,7 1) 

8- (N- Xz-t Y-Zri/^J-fr) — N — (2-^-71^) 75 7) -2- 
^^-3- (2—^^/V- 4 h^>:7^~^) -5, 7-v^tKn- 
10 7D [3, 4-d]' t'^yn [l, 5-a], t°y • »m 




OCH3 



T L C : R f 0.29 : »^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H)„ 

mt&M 2 (2 7 2) 

8- (N- (2- * Y*\/^JV) -N- (2-7^^7^) T^7) -2- 
^^-3- (2-^nn-4-y b^r^yai-^) -5, 7-$?fcKn- 
20 7D [3, 4-d] [1, 5-a] fc° y 5 v 5 ^ • 
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T L C : R f 0.39 : 2:1) ; 

NMR(300MHz; CDC1 3 ) : 6 7.28 (d s J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), ,4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) D 

i ■ 

mm 2 (273) 

8- (N- Xi-t Y^x/z-J-M — N — (2 - ^-^) T^y) -2- 
^f/l'-3-'.(2-i5'oo-4-^ h^V7x^) -6, 7-i/tKn- 
10 5H-^n^ [d] t°^yn [l, 5- a] t°U^v>> -M^ 




OCH 3 



T L C : R f 0.44 (^f"^ : ^M.^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
1 5 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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1.2Hz, 2H), 1.86 (t, J = 2.4Hz, 3H) 0 
mMM 2 (2 7 4) 

8- (N-7"nkVl/-N- ( 5 f~>vy y 2 — { ;V) /f-^T^/) 

t 

5 -2-^fvU-3- (2-^dd-4-^^>7;=;V) -6, 7-v ? f, 
Kp-5H-^p^^ [dj k°7y'P [1, 5- a] t'U^-^y 



T L C : R f 0.53 : ^^f-/l^= 2:1); 

N MR (300MHz, CDC] 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, ]H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (m, 3H), 2.07 (ra, 2H), 1.62 (m, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

mum 2 (275) 



15 8- (N — -^v^-N-v-;? P^n fcVKT^ J) -2-^^jU-S- (2 

f^i^) -6, 7 - v*fc Ko - 5 H-->^ 
^ [d] t'7^P [1, 5 -a] t'y^v 5 ^.^^ 
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i 




T L C : R f 0.49 i^-fy : fm^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, IH), 5.39 (d, J = 14.7Hz, 1H) ; 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m ; 1H), 2.37 (s, 3H), 2,21 (m, 
2H), 1.20-0.92 (m,4H) 0 

mmn 2 (276) 

8- (N-^^vvV-N-v^ P^n \£jvr% J) ~ 3 - (2 

10 -^dp-4-^KV7x-;V) - 5, Ko-7B [S, 4-d] 

t^y'P [1, 5- a] W %W -Wk^ 




OCH 3 
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!, 

TLC : Rf 0.42 (^Vy.: Mfct^/l/^ 2:1).; 
N MR (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H)„7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H); 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H) C 

mmm 2.(2.77) 

8- (N-^y^-N->^ n/n tVUJ ^ /) - 2 - > ^vV- 3 - (2 

i 

4 -^> l a rV7^-y^) -5, 7-^tKo-7c [3, 4 - d ] 

io fy^D [i,..5-a]' t°y XV-y-W&Sk ■ 




TLC : Rf 0.40 : &&t^?-ji,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) 0 

mmm 2 ( 2 7 g ) 
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2-*=f-)V- 3 - (2-^pp-4-^ F^fV7x^) -5, 7—*JK K 
n-^n [3, 4-d] fy^/n [ l , 5-a] t° y $ v>>- • 



5 TLC : R f 0.30 (^^f->- : »^^= 2 : l) ; 

NMR(300MHz : CDC1 3 ) : 5 7.33 (d .1 = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, l.H), 6.94 
(dd, J = 8.4, 2.4Hz 5 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36(m, 
2H) C 

10 

m&M 2 (2 7 9) 



8- (N-v^ v7u fcVM J-JV--N- (2 -p< b^r^^^/V) 7>/) - 
2-^fvU-3- (2-^dp-4-^ h^i/7i=;U) -6, 7-ytK 
n-5H-^n^ [d] t°7^o [l, 5 -a] t° y 5: v>> • 






OCH 3 
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!, 

TLC : R f 0.33 : |^:tfvV= 2 :1) ; 

NMR(3O01^ CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7:08 (d, J = 2.4Hz, 1H), 6.95 
(dd, 3 = 8.4„2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
= 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz ; 2H), 2.34 (s, 3H), 2.24 
5 (quint, J = 7.2Hz,.2H), 1 .09 (m, 1H), 0.65 (m,,2H), 0.3 1 (m, 2H) C 

\ • 

t ' 

I 

mmM2 (2 8 0) 

8- (3— OfjVTKJ) -2-^5vl^-3- (2-^nn-4-7'n^ 
-6', 7r^kKn-5H-^n^^ [d] M c yV*u [l, 
10 5 -a] t°y ^ y>y 




Br 



TLC : R f 0.61 : g^^^vV= 2:1); 

NMR(300MHz, CDC1 3 ): 6 7.65 (d, J = 2.1Hz, 1H), 7.44 (dd, J = 2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1 .60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz, 6H) C 

Hi 2 (281) 

8- (3-^yf;l/7^y) -2-^A— 3- (2, 5-^nn-4- 
20 ^ h*ci/7 ^=^/ls) -6, 7-i?k Kn-5H-^P^y^ [d] h'yV' 
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OCHo 



T L C : R f 0 : 65 : @^^^/U= 2:1) ; 

NMR(30QMHz, CDC1 3 ) : 5 7.40 (s, 1H), 7.06 (s ; 1H) ; 6.22 (br d, J = 10.5Hz 5 1H), 

i ■ 1 

3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m : 2H), 1.58 - 1.82 (m, 4H) : 1.01 (t, J = 7.5Hz, 6H) G 



mmm 2 (282) 

8- -2-^^/1—3- (2, 5-^po-4- 

10 ^ f^y7x^k) -5, 7-^tFP-7D [3, 4-d] t'yy'u [l, 
5 - a] t°y 5 i?> 



HN 





OCH, 



T L C : R f 0.61 (^i^ : BB^^= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.39 (s, 1H), 7.07 (s, 1H), 6.34 (br d, J = 10.5Hz, 1H),, 

i 

5.29 (m, 2H), 4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2.36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02(t,J = 7.2Hz, 6H) C 

5 mmm 2 (2 8 3) 

8- (N-v^ p7*p tVW-N- (4-y77 7x-;V) - 
v-7v [3, 4-d] [l, 5-a] VI) 



CN 




OCH3 



10 T L C : R f 0.26 : SRxf/i/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) C 

15 mmm 2 (2 8 4) 

8- (N-v^ D7°n kVV-N- (4-^7;7i-;V) ^^vKT^y) - 
2-^^-3- (2-^^-4-^ h^>7xs^) -5, 
P-:7n [3, 4-d] t°7^n [1, 5-a] t° !) ^ v> > • 
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i 



CN 




OCH 3 



T L C : R f 0.24 i^-fy : »^A-= 2:1); 

NMR(300MHz ; CDC1 3 ) : 6 7.61 (d, J = 7.8Hz ; 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 

(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 



5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m, 4H) 0 

mMM 2 (2 8 5) ( 
8-v ! 7'W$;-2-^f^-3- (2-^bd-4-^ f^i/?^- 
10 )V) -6, 7-^tKo-5H-^P^ [d] M'yVti [1, 5-a] 




OCH3 
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1, 

TLC : R f .0.66, (^^fy; iixf;i,= 2 :l) ; 
NMR^OOMHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.07' (d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2,1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J - 7.5Hz, 
2H), 2.33 (s, 3H), 2.22. {quint, J = 7.5Hz, 2H), 1. 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
J = 7.5Hz, 2H), 0.95 (t, J = 7.5 Hz, 6H) 0 • ' . 

(.2 8,6) 

i 

AO -5, 7-^t.KD-7D [3 ; 4-d] t7y'D [1, 5-a] fc°y 

■ mwm ... • . " • • 




och 3 



T L C : R f 0.63 (^^f-^V : %&?tf-)V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 

HI '1 2 (2 8 7) 

8-tT.X (2-^ h^-i/^JU) T%J -2~*=f)V-Z- (2-^nn- 
4-^ f^7x^;l/) -6, 7-^kKn-5H-y^n^^ [d] t° 
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I, 

r/n [ i , 5 ~ a ], f y § w ■ msML 




OCH 3 



TLC:R1 Q.26 : ^@£aLfvU= 2. : l) ; 

NMR(300MHz, CDCI3) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d ; J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0,2.7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz ; 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H) D 

M1fcM2 (2 8 8) 

10 8- (N-^^-N-v^ p^p tVM^A-T^ J) - 2-*=f-?\>-Z- 
(2-^DO-4-n^v7i^) -5, 7-^kKo-7D [3, 4 
-d] M'y^/u [1, 5- a] f JJ * v*>- ■ 




OCH3 



TLC :Rf 0.49 : B^^^= 2:1) ; 

15 NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H) ? 3.84 (s 5 3H), 3.81 (m 3 2H) 3 3,69 (m, 2H) 5 2.37 (s,, 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m : 2H), 0.24 (m, 2H) C 

mmm 2 (2 8 9) 

5 8- (N-xf/U-N— >^ n W ^) -2-^/^-3- 

(2-^f;U-4-^h^7x=/l/) -5, Kd-7d [3, 4 

-d] t"7y'n [1, 5- a] ^y?v?>"J|g6i 




OCH 3 



T L C : R f 0.50 : 2:1) ; 

10 NMR(300MHz, CDC1 3 ): 6 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.31(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) C 

§jj 2 (2 9 0) 

15 8- (N-3L5vl--N-->^ P7"n fcVl^fvWT $ 7) -2-^^-3- 
(2-^nn-4-^W*=;l/) -6, 7-^kKo-5H-^B 

[d] fr/o [1, 5- a] y aafcifc 
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i 



TLC:Rf 0.51' (^-fy : JS0Sts.f-J>V= 2 : 1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J =.7.2Hz, 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7 5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1.03 (m, 1H), 0.50 (m, 2H), 0.15 (m, 2H) D 

m&m 2 (-2 9 '1 ) 

8- (N-isfpzfu tVV—N- (4-V7;7 I ^) t^frT^J) - 
10 2-^f"/l—3- (2-^o-4-^^7x^;H -6, 7-v f tK 
n- 5 H-v^ n-O^ [d] t°7^/n [l, 5- a] h c V • 



CN 




OCH3 
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T L C : R f 0.29 (^$"f> : .ftBfc*?7l'=2 : l) ; 
NMR (300MHz, DMSO-d 6 ) : 5 7.83 - 7.76 (m : 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 (m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 (m, 2H), 0.79 - 0.70 (m, 2H), 0.61 (m, 



/) - 3 - (2-^PP-4-y F^->7i^) -6, 7- 

10 ytKn-5H-y^D^ [d] t e 7^/p [l, 5-a] fHi?y.. 



TLC : R f 0.37 (^^i^> : gfl&t^vi^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, 3 = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H), 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1 .02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) D 



5 2H) 0 





OCH 3 
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WO 02/053565 



PCT/JP01/]J58] 



mm 2 (293) 

8- (N-^nyo Wf/l'-N- (4->7;7i^) ^f/V7 5 
/) -2-^^-3- (2-^pd-4-^ b=3fi/7^-/U) -5, 7-' 
v?tKD-7D [3, 4-d] [1, 5 -a] t'y^v 5 ^-,^^ 



T L C : R f 0.21 : Jg^fgt^/U= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H),. 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
10 0.68 - 0.56 (m, 2H), 0. 1 8 - 0. ] 0 (m, 2H)„ 

mmm 2 (294) 



8- (N-^oy'DhVMf/V-N- (4->7;7i=/k) / ^/VT ^ 
J) - 3 - (2 Y*ci/7=L~;V) -5, 7- 

15 i?kKo-7D [3, 4-d] \??V*n [ 1 , 5-a] \?y^i?>'W&&. 




5 



OCH 3 
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CN 




OCH 3 



T L C : R f QWi^-fy : JSm^f-jV= 2 :1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.66 (d J = 7.8Hz, 2H) 5 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H)„.5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) C 

mmm 2 (295) 

8- (N-:/n f/l'-N- (ft7x>-3-^/l') T^/l^T^/) -2- 
10 tJ-fr-d,- (2-^nn-4-^ ^->7i-^) -5, Kn- 
7n [3, 4-d] [l, 5 -a] t'Dr^ 
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S 



OCH 3 



5 



10 



TLC :Rf 0:48 X^*-f> : M^^^= 2 ': l) ; 
NMR(300MHz; CDCI3) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90. t (t, J = 7.5Hz, 3H) C 

H»!l 2 (2 9 6) 

8- (N-7°n t c /l/-N- (5-^^^"^-^^^-2--r^) 

7) - 2 - ?< fvU- 3 - (2-^dp-4-^ h^v^^-^) - 5, 7- 

^Fn-7n [3, 4-dl k'^/o [l, 5 -a] t'^y-y 




OCH3 
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T L C : R f 0.50 : S8xf;v= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 
(dd, J = 2.4, 8.7Hz, 1H), 6.66 (d, J = 3.3Hz, 1H) : 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), ' 
4.90 (s, 2H), 3.S4 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92 (t, J = 7.5Hz, 3H) C 

H»!) 2 (2 9 7) 



8- (N-^/l^-N-v-^ n^o - 2- /J-JU- 3 - 

{2-# vu- 4 - * y-*i/7 ^=-;V) -6, 7-ytKn-5H-^n 
10 *<l/$ [d] t c r/a [1, 5 -a] t° y • 



T L C : R f 0.61 > : ftSif;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : b 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H)„ 

mmm 2 (298) 

20 8- (N-^^-N-i/^ n^o h°/UJ?-/]s7K J) ~ 2-*J-;U- 3- 





och 3 
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(2-^DP-4-^b^7x=/V) -5, 7-^kKn-7n [3, 4 

- d ] t c r/o [ i , 5 - a ] tr y $ • 




och 3 



T L C : R J 0.40 : RKsf/U= 2:1); 

5 NMR (300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, 3 = 2.1Hz, 1H), 6.93 
(dd. J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s s 3H), 1.70 (quint, J = 7.2Hz, 2H), 1.39 (sixt, J = 7.2Hz, 2H), 1.10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) C 

10 mtm 2 (299) 

8- (n-^-n - d^o w ^; ;) -2-^^-3- 

(2-^^-4-^ h*->y^~M -5, 7-i/kKo-7o [3, 4 
-d] b e 7y'n [1, 5-a] t'^ v^-t^I 




OCH3 



15 TLC : R f 0.45 (^*-f> : IM^A-= 2 : I) ; 
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NMR(300MHz,.CDCl 3 ) : 6 7.15 (d, J = 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd, J =8.7, MHz, 1H), 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 
(m, 2H), 2.33 (s, 3H), 2. 18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) C 

5 ■ ' '" • 

mmk2 o o .o) 

8- (N-^D tVi/-N- {^-iry^V- 3-4 fr) ^W^;) -2- 
(2 -*f-jV- 4 \>*i/7 -5, 7-v>tKn- 

7D [3, 4-'d] ,t'7/P [1, 5 -a] 




T L C : R f 0.48 : gfclfc^fvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = S.7Hz, 1H) : 
7.13 (m, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H) 0 

mm\ 2 (301) 

y) -2-^^-3- (2-^^-4-^ V^ri/^-zW) -5, 7- 
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Kp-7o [3, 4-d] yfy^u [l, 5 -a] bfJJ^v^ 




OCH3 



TLC : R f 0.47 : ^m^/u= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 8 7.18 (d, J = S.4Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

Mt&M 2 (3 0 2) 

10 8- (3-^yf/W7?/) - 2 - fvl'- 3 - (2-^nn-4-xK 
^^/V/^nyV^^-^) -6, 7-^tKn-5H-^n^ [d] t c 
[1, 5 -a] t-y^V-TOt 
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My. ' ' 




TLC : Rf 0.56 : f^3ifvU-= 2:1) ; 

N M R (3 OOMHz, CDC1 3 ) : 5 8.21 (d, J = 1.5Hz,. 1H), 8.08 (dd, J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 -'3.64 (m, 2H), 3.15 (t, .1 = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1 .41 (t,.J = 6.9Hz 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) C 

!' I' 

mmm 2 003) 

8- (N-^d tVU-N- (2-7/^P7i^) t^iVT^J) -2- 
10 (2-^nn-4-^ b^V7i^) -6, 7-i?tKn- 

SH-*y? xns<y$ [d] \fyy'xn [i, 5 -a] t c U ^ v>> • it®?^ 




OCH 3 
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TLC : R f 0.52 .(^f"^ : ftK^^V= 2, : l). ; 

NMR(300]\ftHz, CDC1 3 ) : 6 7.35 (m, 2H), 7 10- 6.92 (m, 5H), 5.16 (m, 2H), 3.85 

1 

(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), 



1.75 (m,2H), 0.94 (m, 3H) e 



5 



jfefll 2 (3 04) 



8- (N-^DkVl^-N- (2-7/l'to7x^V) tftVT^J') -2- 



**f-JV- 3- (2-^nn-4-^ h -5, 7 -i/fc Ko- 

1 

7D [3, 4 -d] f^y'P [1, 5 -a] f JJ S • ittB&ifi 



T L C : R f 0.45 (^f-^ : g^^cfv>= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (ra, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H) C 

15 

Hj&ffiJ 2 (3 0 5) 



8- (N-^PbVW-N- (2-7/^o7x^) tf'A'T^J) -2~ 
(2-^/V-4-^h^i/7x^) -.5, 




10 



OCH3 
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7o [3, 4-d] ^yy'v [l, 5-a] U 5 • ifclHfc 



TLC : Rf 0.55 (^^r^> : @^ni^= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - 
6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (is, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) C 

1 

HflSffll 2 (3 0 6) 

8- (N-yn t°A—N- (5-^Wt7x>-2 — { ;V) ^f;V7 5 
7 ) -2-^^-3- (2-^po-4-^ ^^^71^) -6, 7- 
v^t Kn-5H->^n^y^ [d] fc°?y*n [1, 5-a] k°D 




OCH3 
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N 



OCH 3 



T L C : R f 0.57 : g^Sfc^fVV= 2 :1) ; 

NM R (300MHz, CDC1 3 ) : 5 7.32 (d J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 2.7, 8.4Hz, 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (ra, 1H), 4.96 (s, 2H), 3.84 (s, 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1.61 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) C 

mmm 2 007) 

8- (N-T'n fcVl^-N- {j?jr7 zc V- 3 ^W^) -2- 
10 (2-^op-4-> f^V7i^V) -6, 7-i?tKP- 

5H-^n^ [d] k'yy'D [l, 5- a] t°y^v^ 




OCH 3 
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!, 

T LC : R f 0.53 ffl&3L*f-j\,= 3. : 1 ) ; 

NMR(300]^Hz; CDci 3 ) : 6 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd 5 J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H); 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
5 2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) C 

I 

I 

mmm 2 oos) 

8- (N-xf/lz-N^-yn \fjV7 ^ J ) 3- 
- 4 b^i>7x^) -6, 7-v?tKo-5H-^0^ [d] 
10 M°7V*T2 [i, 5 -a] t°U 5 v>> 




OCH 3 



T L C : R f 0.58 (^f- V : ttxf/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
15 3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) 0 

HflSflH 2 (3 0 9) 

8- (N-3if-;l/-N-yD fcVV'T 5; J ) - 2 -^^VV- 3 - (2-.*fvU 
20 -4 y*i/y^~;V) -5, 7-^tKo-7B [3, 4-d] t c 7 N / 
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P [1, 5 - a ] t° y ^ 




OCH 3 



■ TLC : R f 0.55 : g^g^^vl^ 2 : l) ; 

NMR(300MHz. CDC1 3 ) : 6 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H) : 6.80 
5 (dd, J = S.7,:2'.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 

2H), 3.60 - 3.48 (m : 2H), 2.34 (s ; 3H), 2.18 (s, 3H) : 1.72 - 1.56 (m, 2H), 1.23 (t, J = 

7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) C 

Hi 2 (310) 



10 8- (N-xf;U-N-/P tVUT^ /) -2-^^-3- (2-^dd 
-4 -5, 7-^tFn-7P [3, 4-d] t°7 x / 
n [1, 5- a] t°!J ^v^> 



T L C : R f 0.51 {^^ry : &&^/i,= 2:1); 
15 NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, . 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) D 

i 

5 mt&m 2 (311) 

8- (3~^<^^T^y) -2-* f-jV- 3 - (2-^dp-4-^ 
t^/W7s.=./u) -6, 7-v?tKD-5H-^o^ [d] 
[1, 5 -a] t°y 



10 T L C : R f 0.53 (Ij^ f : I^f ^= 10:1) ; 

NMR(300MHz : CDCI3) : 8 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J = 8.1, 1.8Hz, 1H) ; 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz, 6H) C 

15 

mmm 2 (312) 



8- ( 3 -^Is^/VT* /) -2-^f-7^-3- (2-^n-4- (N- 
ptJ-^X/W^j )V) y^-;v) -6, 7-^tFo-5H-^o^ 

[d] t°yyu [i, 5 -a] t-y^v 
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T L C : R f 0.55 Xm.it/ ? Vis : |^^c^/V= l 0:1) ; 
NM R (300MHz, CDC1 3 ) : 5 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J = . 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), ; ,1.82- 1.55 (m, 4H), 1.02 (t, 3 = 7.5Hz, 6H) D 

mm\2 (3 1 3) 

8- (3-^yf^7?7) - 2-^/1— 3 - (2-^nn-4- (N, 

10 N-v^^vl^/W^t-f ;u) y^=.;V) -6, 7 - v>t K n - 5 H- n 

[d] t°7^n [l, 5 -a] t c y^v> 




I 
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TLC:Rf 0.65 f- W : g^^n?vV= 10:1); 

NMR(300MHz, CDC1 3 ) : 6 7.56 (d, 3 = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, .1 = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), ' 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J=7.5Hz, 6H) C . 

mm 2 (3i4) 

8- 3- (2, 6 -v^fvK-4 - 

^ f^i/7^^/^) -5, 7-v^tKn-7n [3, 4-d] t°7^P [l, 
10 5-a]klv/y 



T L C : R f 0.29 : ^t^)V= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1 .03 (t, J = 7.2Hz, 6H) C 

mmm 2 015) 

8- (N-^A—N- (4-7^tD7i^) y W?;) -2-^ 
fvv-3- (2-^^-4-^ Y*^7^~;v) -5, 7-^tKn-7 




OCH 3 
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P [3, 4-d] t'yVu [1,,'5-a] fcTJJ5S? 



F 




T L C : R f 0.49 : W^^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H),' 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H) 5 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J = 7.2Hz,3H) D 



MMM 2 (316) 

10 8- (N-^^A—N- (4 -y;Viru 7 ^=f-)VT%J) —2-* 

fvV— 3- (2-^pp-4-^ h^-i/7x^) -6, Kp-5 
H-i^O'O'* [d] t^/p [l, 5 - a] k^r^y 
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I, 



F 
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T L C : R f 0.42 : @fcg£a:^vw= 2' : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d .1 = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m ; 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2.16 - 1.98 (m, 2H), L18 (t, J = 7.2Hz, 3H) 0 

mmm 2 (317) 

8- (N-^^vW-N- (4-7^P7i^) -2-^ 
10 (2-^DD-4-^^>7^;V) - 5, 7-^tFn-7 

p [3, 4-d] t'yV'n [1, 5- a] t°y 



288 



WO (12/(153565 



PCT/JP0J/3J581 




OCH, 



T L C : R f 0.46 : ;U= 2:1) ; 

NMR (300MHz. CDC1 3 ) : 6 7.31 (d J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) C 



mm 2 pis) 

8- (3--O^T 5 /) - 2 -^fvU- 3 - (2-^00-4, 6-v 5 
10 ^ Y^-isy zl=-;V) -6, 7-i/tKn-5H-^n^ [d] h c y N / 
o [1, 5-a] t°!J 



HN 




c6>~ 




OCH 3 
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T L C : R f 0.26 (^l^: 2 :1) 



NMR(300MHz, CDC1 3 ) : 5 6.67 (d, J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, lH),'3.82 , (s ! 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m : 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1.52 - 1.80 (m, 4H); 1.02 (t, J = 7.2Hz, 3H), 1.01 (t ; 



5 J = 7.2Hz, 3H) 0 



mmm 2 019) 



8- (3-^yf;U7^) -2-^^-71^-3- X2U- A, 6 - v> 



* h^rv'7x-V) -5, 7-^kKD-7D [3, 4-d] t'^/n [1, 
10 5 -a] t°y 



T L C : R f 0.22 ^ff-> : Jgftjt^?-/]s= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) D 

mfem 2 (32o) 

8- {Z-^yj-jVT ^ J) -2-7<5vV-3- (2-^po-4-7^ 




OCH 3 
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7x^;U) -6, 7-i?tFP-5H-^n^ [dl.fc'^/t? [1, ■ 
5 -a] t°]J 



TLC:Rf 0.22 (^^rf-^ : ft^f;V= 1:1); 
5 NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.82 (d J = 2.1Hz, 1H), 6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1:01 
(t, J = 7.5Hz, 6H) 0 

io mmm 2 (321) 



8- (4— ^Zff-JUT* y) -2-^f^-3- (2-^f^-4-p< h=3r 
-5, 7-i?k Kd-7h [3, 4-d] b°^y*n [l, 5- 

a] 
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10 



T L C : R f 0.48 X^^ls : @M^^VV = 2:1) ; 

NM R (300MHz> GDC1 3 ) : 5 7. 15 (d. J = 8:7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

(dd, 3 = 8.7, 2.7Hz, iH), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 

3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.78 , 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 

6H) C 

f " 

mt&m 2 (322) 

8- (3— <>?r;\sT^y) -2-^^-3- (2-^no-4-^;l/ 
7^7 7x=/>) -6, 7-i?tKn-5H-^o^ [d] t°yy*P 
[1, 5 — a ] t°]l ^ i?y 




TLC : R f 0.45 : m&t^jU= 1:1) ; 



292 



WO 02/(153565 PCT/JP01 /] t 581 

I, 

NM R (300MHz; CDC1 3 ) : 5 7.18 (d, J = 8.4Hz, 1H); 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4,'2\'4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (ra, 
2H), 2.95 -'2.«0 (m, 2H), 2.85 (s : 3H), 2.34 (s, 3H), 2,20 - 2.05 (m, 2H),il.80 - 1.50 
(m, 4H), 1 .01 (t J - 7.2Hz, 6H) 0 

Mt^M2 (3 2 3) 

8- (3— <>5vk7$/) -2-^^-3- (2-fr;ls*jU- 4 ^ 
^ri/7j^) -6,, 7-i/t Kn-5H-^o^ [d] t'yy'a [l, 

5- a] t°y 




OCH 3 



T L C : R f 0.26 (^-f> : ^^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d ; J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H).. 1.02 (t, J = 7.5Hz, 6H) 0 



mt&M 2 (3 2 4) 

8- (3— <^^JVT^J) ~2-*^-)V-3- (2-V7;-4-n^r 
i/y^^/l,) -6, KD-5H-^D-<y^ [d] t°7^D [1, 
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T L C : R f 0.54 {^^1/ : @^oi^/V= l : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.46 (d, J = 9.0Hz, 1H), 7.24 (d s J = 2.4Hz, 1H), 7.18 
(dd, J = 9.0, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total ' 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1.80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 



mfeffl 2 (3 2 5) 
10 8- -2-^f-jV-3 
y7x^) -6, 7-^tKo-5H-^! 

5 - a] -try § l?y 



[d] k'^y'o [i, 




och 3 
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TLC : R f 0.30 (^*<-f> : ;V= 3 : 1) ; 

NMR(300MHz : CDC1 3 ) : 6 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd : J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.83 (s) total' 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H) ; 2.13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10 - 0.98 (m, 9H) 0 

mm\ 2 (3 2 6) 

8- (4-^W5;) -3- (2-^0-4-^^7*=^) 
-6, 7-^tKD-5H-/^n^ [d] t°^/n [1, 5-a] t° 

io y -mmm. 



T L C : R f 0.51 (^^rf-> : Bfcg&o^/u= 3:1) ; 
NMR(300A4Hz, CDC1 3 ) : 5 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
1 5 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1 .60 - 1 .35 (m, 4H), 0.99 ( t, J = 7.5Hz, 6H) D 

MMM 2 (3 2 7) 



8- (N, N-'^n }£jVT^J) - 3- ( 2 o o - 4 b ^riy? * 
=7V) -6, 7-^tKn-5H-^D^ [d] t°7V'D [1, 5- 




OCH 3 




295 



I 



WO 02/053565 



PCT/JPO J/1 1581 



a] t°y 5; , . 




TLC : Rf 0.54 : Jfc&3L<f-jv= 3:1) ; 

N MR (300MHz, CDCI3) : 5 8.32 (s, 1H), 7.78 (d, J = 8.7Hz ; 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd : 3 = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66 - 1.50 (m, 4H), 0.88 (t, J = 7.5Hz : 6H) C 

(3 2 8) 

8- (N, NT^ntf/l/7$;) -3- (2-^d-4-^^7i 
10 n/V) -5, 7-i?kKD-7P [3, 4-d] t°7^n [1, 5- a] b £ 

y 5 




0CH3 



T L C : R f 0.58 (^^rf-> : W^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H) ; 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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I, 

3.57 (t, J = 7.5Hz,' 1 AH), 1.72 - 1.46 (m, 4H), 0.90 (t, J -7.2Hz, 6H) C 
IIII2, (3 2 9) 

8- (N - v-i? &y n tVM f ^ - N - / n ^ / ) -3- (2-*n 

5 d-4-^hV7^-/1/) -5, 7-i?tKo-70 [3, 4-d] h'y 
i/p [1, 5 -a] ^ v>> 




OCH 3 



T L C : R f 0.60 : @^$^fvU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m : 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

mmM2 (3 3o) 

15 8- (N-^^^-N-v-^ w?v Wf;V7 5 7) -3 - (2-^n 
^^7i-/i,) -5, ?-v?tFP-7o [3, 4-d] fc°7 
y'p [1, 5- a] k°y ^v ; ^ 
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CI 



OCH 3 



T L C : R f 0.52 : %m^?-j\,= 2:1) ; . 

NMR (300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1 .04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16-0.04 (m, 2H) e 

m&M 2 (331) 



10 J) -3- (2-^nD-4-^I>df>>7 J -;u) -5, 7-^^-7 
d [3, 4-d] t c ^y*o [l, 5- a] t!!J*i?y 




8- (N-^P7'n^Mf;l'-N- (4-^5 L />73i=/l') ff-jVTx 
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OCH 3 



TLC : R i 0:56 (^$-f> : A>= 2 : l) ; 

NMR(30'0MHz, CDC1 3 ) : 8 8.42 (s, 1H), 7.75 (d, J = S.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7.13 (d, J= 7.SHz, 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s,,<2H); 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H) C 

gUfcflll 2 (3 3 2) 

8- (N-T^ntVV-N- {2-zf=f=-JV) 7^y) - 3- (2-^op- 
10 4-^ h^r^x^) -5, 7-i?kKo-7n [3, 4-d] fc c 7 N /n 
[1, 5-a] t°y^i>y 
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T L C : R f 0.41 {^^t y : SSxf;U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 S.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J = 
2.4Hz : 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H) : 
5 0.98 (t, J = 7.2Hz, 3H) C 

M 2 (333) 

8- (3-^yf;i/7 5 7) -2-^^;v-3- ( 2 - * b v^;Wtf^yW 
- 4 h#i/7i=;v) -6, 7-^kKP-5H-^D^ [d] 
10 tf^/n [1/5-a] 1^9 5v?y-i|Ji 



TLC:Rf 0.26 : ffi&x.<f-jv= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 

Hi 2 (3 3 4) 

8- (N-7'f-A— N--y^ o7°d ifjV/^/UT^ /) -3- 
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-4-* Kv^7i=;V) -5, 7-^tKo-7a [3, 4-d]. fc'7>* 

o [i , 5- a] try s v>y 




T L C : R f 0.45 (^^rf > : I^f^= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83. (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

10 mMM 2 (3 3 5) 

8- (3— <y^-/i-7^y) -3- (2-^pd-4-t ( Y*ri/7 a^~jV) 
-5, 7--/tFn-7o [3, 4-d] Vy-Jv [l, 5-a] t c JJ 5 *J 




OCH 3 



30] 



WO 02/053565 PCT/JP01/1 ]58] 

. nil 

i. 

T L C : R f 0.57 (^riJ->-. : H^f-yl/= 2 : 1 ) , ; 
NMR(300MHz, CDC1 3 ) : 6 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d s J = 
2.7Hz, 1H),,.6.91 (dd, J = 8.7, 2.7Hz, 1H) : 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1 .84 - 1 .54 (m, 4H), 1.01 (t, J = 7.2Hz : 6H) C 

S i 

mm 2 (3 3 6). 

■ — - i 

8- (Nr^oT'oWfA'-N- (4-7;^n7x-;V) tfJVT 
^/) -3- (2-^PD-4-n^7i^) -5, 
7d [3, ^-dj.b^^n [l, 5- a] k'H^y 



F 




10 OCH 3 

T L C : R f 0.41 : S||xf;>= 2:1) ; 

NMR (300MHz, CDCK) : 5 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (m, 2H), 
15 0.16- 0.02 (m,2H) c 



mMM2 (3 3 7) 

8- (N-v^nr/PtVU- N- (2-7Mo7x^) ^f"/WT^y) 
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!, 

t 

-2-^^-3- (2-^dp-4->,U i v'7i^) -6, 7-i/t 

[d] t7/p [1, 5-a] t°y^^> 




och 3 



TLC:Rf 0.41 ( : Sixf^= 1 0 : l) ; 

5 NMR^OOMH^CDC^) : 5 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7.13 - 6.97 (m, 
3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84 (s ; 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m : 
4H) D 

10 MMM 2 (3 3 8) 

8- (N-^p7d Wf;WN- {2-y )V^-uy zz.=-)V) J-J-jVT 
^y) 3 - (2-^dh-4 h^rv^^/l/) -6, 7 

-^tFn-5H-i/^^ [d] t°7^D [1, 5-a] 1^!)$^ 
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T L C : R f 0.49 ( \- )V^V : m%^^= 10:1) ; 
NMR(300MH2 : CDC1 3 ) : 6 ,7.32 (d, .1 = 8.7Hz ; 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H) : 7.08 - 6.97 (m, 2H), 6.89 (dd ; J = 8.7Hz, 2.4Hz ; 1H), 5.02 (s, 2H), 3.84 , 
5 (s, 3H) ; 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m ; 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, 1H), 0.48 (m : 2H), 0.10 (ra, 2H) C 

mMM 2 (3 3 9) 

8- (N - y ^ n / p tVM f ^ - N -/o t>7 5 7 ) -3- 
]0 p-4-7 5 Y*i/7^-JV) -6, 7 — 1 Ko~5H-y^D^y^ [d] 

t°7y'o [i, 5- a] t°y >y> 




0CH3 



T L C : R f 0.76 (^3rf- V : f^:t?vv= 2:1) 
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NMR(300MHz ; CDC1 3 ) : 5 8.32 (s, 1H), 7.78 (d 5 J = S.7Hz, 1H), 7.03. (d, J = ' 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 - 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, ' 
1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) C 

mmm2 (340) 

8- (N-:/p tV^-N- {A-^^-JVy X^vl^T^/) -3 - (2 

-^d-4-;K^7x^V) -6, 7-yt Ko-5H-^n^y 
^ [d] t'r/n [1, 5 -a] t o y5v> 




T L C : R f 0.61 {^^-y : mWt^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J - 2.7Hz, 1H), 6.92 (dd, J - 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
1 5 2.20 - 2.04 (m, 2H), 1 .66 - ] .46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) D 



mmm2 (341) 

8- (N-^^i/^-N-i^^a^ntVU^^/UT^y) -3 - (2-^n 
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o-4-^>#p7i=^) -6, 7-^'Ko-5H-^o^ [d] 
t c 7 ^ P- [.*, „ • 5 - a ] fc° y * i/> 




OCH 3 



T L C : R f 0.67 (-^f^ : S»xf^= 2:1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 8.38 (s : 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 

* ' '' 

5H), 7.05 (d, J = 2.4Hz ; 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz ; 2H), 2.97 (t, J = 7.8Hz 5 2H), 2.22 - 2.06 
(m ; 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) C 

10 mmm 2 (342) 

8- (N-^OT°oWf;>-N- (4-^^7x=;I/) J* fvUT 5 
7) -3- (2-^dd-4-^ hdfv/7x^) -6, 7-i?tKn-5 
H-^n^O-^ [d] \?yy*u [l, 5-a] fy^v^ 
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CH 3 




T L C : R f 0.71 (^=*iJ-> : ftRxf;I/* 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, .1 = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7. 1 1 (d. J = 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m, 2H) ; 1.02 (m, 1H), 0.54 - 0.42 (m ; 
2H), 0.14- 0.02 (m, 2H) C 

mum 2 (343) 

10 8- (N-7°n tVl^-N- (4-7Md7x=;1/) ^^-jVTxJ) - 3 - 
(2-^pp-4-^Kv'7x=/1/) -6, 7-v?t Ko-5H—^n 
[d] t [ 7y*n [1, 5- a] fcTJJ*$?y 
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I, 



F 




T L C : R f 0.54 ' (^^y : ;V= 2:1) ; 

NMR (300MHz, "CDC1 3 ) : 6 8.37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (ra, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.7S 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

MUfcM 2 (3 44) 

8 D^n t°;Mf;l/7$; J - 3 - (2-^nn-4-^ h^v-^cc 
10 -6, 7-v=t Kn-5H-^n^y^ [d] M'yy'u [1, 5- 

a] t°y ^> 
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T L G : R f 0:58 . : jy= 2:1) 



NMR('300MHz ; CDCl^) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz ; 1H), 7.03 (d, J = 
2.4Hz, 1H),''6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.42 (d, J = 9.6Hz, 1H), 3.82 (S, 3H), 3.44 



(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 . (m, 2H), 1.20 - 1.06 (m, 



5 2H), 0.68 - 0;4S (m, 4H), 0.48 - 0.34 (m, 4H), 



mm 2 (345) 



8- (4 -^Zff-JVT^ /) -3- (2-^dd-4-^ f^fi/7i-^) 
-5, 7-vJtFo-7n [3, 4-d] t c ?y> [l, 5 - a ] h° V 5 i/ 



T L C : R f 0.54 : ft@^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = lO.SHz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J - 7.2Hz, 6H) C 

MMM 2 (3 4 6) 



8- (N-ynfcVU— N- ^f-jVT^J) -3~ (2 

DD-4-y h*^7x.~M -5, 7-i>t KD-7P [3, 4-d] 



10 




OCH 3 
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fc e 7^n [i, 5- a] try 




OCH 3 



TLC : Rf 0.53 (^^r^^ : ^m^;V= 2 : l) : 
NMR(300MHz, CDCI 3 ) : 6 8.41 (s, 1H), 7.75 (d, J = S.7Hz, 1H), 7.16 - 7,08 (m, 
5 4H), 7.06 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s ; 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H) : 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz,3H) 0 

HftEfllJ 2 (3 4 7) 

10 8- (N-^DhV^-N- (4-7/^n7x^) tJ-^T^J) - 3 - 
(2-^ n d-4 h^rv-^^^yv) -5, 7-^tKn-7o [3, 4 
-d] t"r/n [1, 5- a] 
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F 
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T L C : R f 0.50 : |ft§:r^vl^= 2:1); 

NMR (300MHz, CDC1 3 ) : b 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H) ; 7.32 - 7.18 (m, 
2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, .1 = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 
5 4.88 (s, 2H), 3 84 (s, 3H), 3.40 - 3.26 (m, 2H), 1 .70 - 1 .48 (m, 2H), 0.89 (t, 3 = 7.2Hz, 
3H) 0 

MMM 2 (3 4 8) 

10 -5, 7-^tKP-7D [3, 4-d] k'r/n [l, 5-a] t° 




OCH 3 
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!, 

T L C : R.f 6.47 (^^ri^ V,' : |^3if-;W= 2 : .1 ) ; 
NMR (300MHz; CDC1 3 ) : 3 8.33 (s, 1H), 7.73 (d, J = S.7Hz, 1H), 7.04 (d s J = 
2.7Hz, 1H)„6,£|1 (dd; J = 8.7, 2.7Hz, 1H), 6.55 (d, J - 9.6Hz, 1H), 5.25 ($, 2H), 4.94 
(s ; 2H), 3.83 (s, 3H), 2.92 (m : 1H), 1.22 - 1.06 (m, :2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30 (m, 4H) 9 

t < ' 

1 

umn 2 (349) 

8- (N-^nyoWf^-N- (4-FJ)7;^d^W^^) 
^W^yj'-a- (2-^pd-4-^ F^y7x^) -5, 7-v? 
10 tFn-7'n .[.3,. 4-d] t'^/n [l,"5—a] t°V*i» 




OCH 3 



TLC : R f 0.42 (^-fy : &&zc?-su= 2 : 1) ; 

NMR(300MHz : CDC1 3 ) : 6 8.41 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, 3 = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 



MM 2 (3 5 0) 
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!, 

8 - (N — m-fu tVi^-N- (4 - /^/yy z^^/u) /3-;VT$.;) - 

3- ('2~ A yuu~4-t -6, Kp- 5H-ix 
^D^^^'Cd,] b°yy'p [l, 5 -a] fc o y$v?> 




OCH 3 



5 T L C : R f 0.60 (^^ri^> : |£l£ai^,l/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 8.36 (s, 1H), 7.80 (d, 3 = 8.4Rz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J = 8.4, 2.7Hz ; 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J « 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m : 4H) 0 

10 

mmm 2 ( 3 5 1 ) 

8- (N-^nyatVMf/l'-N- (4- b V 7 ^J-fry ^~;V) 

tf-jVT^J) -3- (2-^do-4-^^->7x^) -6, 
kF'0-5H-^P^ [d] t°7^/a [1, 5 -a] t 0 ];^^^ 
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OCH 3 



T L C : R i 0.55 (^f-^ : $m^?->V= 2 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : b 8.37 (s, 1H), 7.78 (d .1 = 8.7Hz, 1H), 7.58 (d, J = 
8.1Hz, 2H), 7.49 (d : J = 8.1Hz, 2H), 7.05 (d : J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J= 7.8Hz, 2H) ; 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H) C 

lil 2 (3 5 2) 

8- (3—<^^T5:y) -3- (2 o n- 4 -J Y*^/~7 
10 -6, 7-v/t Kn-5H-^o^>^ [d] M'yV'n [l, 5- a] t c 




OCH 3 
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!, 

TLC : R f 6.53 3-f-£/ : ^m^jV= 2, : I ). ; 
NMR(300fc#Hz, CDC1 3 ) : 5 8.27 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H)/'6'.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d : J - 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 (m, 2H), 
5 1.84-1.52 (m,'4H)^ 1.01 (t, J = 7.5Hz, 6H) C 

l ' 

I 

I 

gafiff'j2' (3'53) 

8- (N-vft? 0^D tVMfVl'-N- (4-7/^n7i^) /f-Jl'T 
^.y) -3- (2->nn-4-n^7x^l/) -6, 7-i/kKo- 
10 5H-iX^P-<'>^ [d] t'yy'n [l, 5- a] t'y^v^ 



F 




OCH3 

TLC : R f 0.46 (-^f^ : fiB&tfvl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) C 



gjjfegy 2 (354) 
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8- (3--<yw^) -2-7*^-3- (2- (l-^fvi—i- 

i 

tKnari/xf/k) Y**s7 3L=-;V) -6, 7 -5?fc Kn -&H- 

S^p^* [d] t°7/P [1, 5- a] k°y$v ; > 




5 TLC : R f 0.50 (^^^ : @^nfvl/:= 1:2); 

NMR (300MHz, CDC1 3 ) : 8 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H : 3.06 (t, J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J = 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s)total 7H, 1.30 (s, 3H), 1.03 (t, 
10 J = 7.2Hz) and 1.00 (t, J = 7.2Hz) total 6H C 

m&m 2 (355) 

8- (N-^n tVl— N- (4-f!)7;VtD^f/^^7x^;l/) 
^7^7) -2-^^-3- (2-^nn-4-7< Y*i/7 ^=-;V) -6, 
15 7-^tKn-5H-^0^7^ [d] t'yV'v [l, 5- a] t° J) 5: v 5 



316 



WO 02/(153565 



PCT/JP01/11581 



OCF 3 




OCH 3 



T L C : R f 0.52 (^t> : ftixf;V=2 : l) ; 

NMR(300MHz ; CDC1 3 ) : 8 7.32 (d J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 

(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H) : 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 

1 

5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H) ; 2.06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

mmm 2 056) 

8- (3— ^vvW^ /) - 2 -^fvU- 3 - (2-^ 
]0 ^7x^;V) -6, 7-i/tKn-5H-^n^ [d] f^/o [l, 
5 - a ] t° U 5 v 5 ^ 




OCH3 
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T L C : R f 0.44 {^*-f>. : @M^/i^= 2' : .1 ) ; 



NMR(300MHz, CDC1 3 ) : 6 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7,,2.4Hz, 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84.(m, 1H), 3.83 (s, 3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), '2.20-2.04 (m, 2H), 1.80-1.32 (m, 
5 6H), 1 .00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H). 

I . ' 

mm\2, (a 5 7) 



l 

;Ut°V v 5 ^- 5.— |Vt-) -6, 7-ytFo-5H-^D^ [d] k' 

io r/p [1; 5-a] t c y ^ 




T L C : R f 0.23 (^3^> : gftgfc:t^yu= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H) ; 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.1 8 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

MMM 2 (3 5 8) 

8- (N - 7> /W - N - iX^ n / n f ;l/7 5 7 ) -3- 

-4-/ Y$-i/7^~;V) -6, 7-^kKo-5H-^n^ [d] 





OCH 3 
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!. 




TLC:Rf 0,61 <(^*-fy : f^BSts.^u= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.27 (s, 1H), 7.71 (d, J = S.4Hz, 1H) : 7.04 (d, J = 
5 2.4Hz, 1H), 6:94 (m, 1H), 3.90-3.70 (m, 2H), 3 : 83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m : 2H) ; 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz, 3H), 0.62-0.46 (m, 2H), 0.24-0. 1 0 (m, 
2H) C 

10 MMM 2 (3 5 9) 

8- (N-->* X2-?v tVU-N- (4-^^7^-yV) yf;V7 5;) - 

3- (2-^pp-4-^ h 3-^:7^—71/) - 5, 7-ytFn-7P [3, 

4- d] t"7y'p [i, 5- a] vyxv-y - mm. 



319 



WO 02/053565 



PCT/JP0J/]]581 




T L C : R f 0.49 {^^^ : fr= 2:1); 

NMR (300MHz, CDC1 3 ) : 6 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) C 

mmm 2 ( 3 6 0 ) 

8- (N-^ntVU-N- {A-^f-;vy 3L-;V) ^^-ivt%J) -2-^ 
10 f-jV-3- (2-^no-4-^b^v'7i=;V') -6, 7-i/tF0-5 
H-v^^p-O^ [d] ky/p [1, 5- a] t'H^ 
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OCH 3 



TLC : R f 0.74 : ffi&^?-jV= 2 : l) ; 

NMR(300MHz, CDCK) : 5 7.32 (d, J = S.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1 .70-1 .48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) C 

mi&m 2 (36i) 



8- (N-ynt c ;U-N- (4 ^fv^75 7) -2 — * 

10 3 - ( 2 n d - 4 Y*i/7^=.;V) -6, 7-^tKo-5 

H-->^n^<^^ [d] [1, 5 -a] tT P 5 i^>- 




321 



WO 02/053565 PCT/JP01/11581 



CN 




TLC : R f .0.38 (^ty:ft»xf/V«2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.64 (d, J = 8.1Hz, 2H) ; 7.50 (d, 3 = 8.1Hz, 2H), 730 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J= 7.2Hz, 3H) 0 

m-mm 2 (3 6 2) 

8- (N-^ntV^-N- (4->7y7x^;V) ^f^75/) - 2 
10 5vt^~ 3 - (2 n u -4 h^V?^-^) -6, 5 
H-V^n-O-^ [d] M'yy'v [l, 5- a] fJJ^S^ 
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CN 




OCH 3 



T L C : R f 0.46 : m%^^= 2:1); 

NMR(300MHz, CDCK) : 5 7.6] (d, J = 7.8Hz, 2H), 7.47 (d, J - 7.8Hz, 2H), 7.31 
(d ; J = 8.4Hz, 1H) ; 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd ; J = 8.4, 2.7Hz, 1H), 4.90 (s ; 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mmm 2 (3 6 3) 

8- (N - n / n t>^ f ^ - N - ^ f ;V7 5 / ) - 2 -^fyW- 3 - 
10 (2 -if p p- 4 Y*i/7 ^=-fV) - 6, 7-i?t KD-5H-^n 
[d] t°7^P [1, 5 -a] f^v^ 




OCH 3 
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T L C : R f 0:3.0 (^$-fy : ^^^;U= 2:1) ; 
NMR (300MHz. CDC1 3 ) : 6 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd 5 J = 8.4„,3 : 0Hz ; 1H),3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H) ; 
5 0.60-0.46 (m, 2H)i 0.24-0. 12 (m, 2H) C 

l 

i 

m&M2 (3 6 4) 

8- (N-->^ dVb Wf;U-N->f/l'7 5 /) -2-^^-3- 
(2-^^V-,4-^ f^i/7*i=-/V) -5, 7-i?kK'P-7n [3, 4 
10 -d] t c 7^P. [1, 5- a] t°y^^>- ' 




OCH3 



T L C : R f 0.22 i^-fy : ffcg^fvl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz ; 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m : 
2H),0.24-0.14(m,2H) c 

HflSflil 2 (3 6 5) 

8- (N-V^ o 7°o W f /V-N - ^ W ^) -2-^^vV-3- 
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uu-4 — t :-5, 7-v ! tKn-7P [3, 4 

-d] h'y^u [1, 5-a] ¥))$*J> 




OCH 3 



TLC:R f0.18 : mB^^= 2, : l) 



5 NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.SS 
(dd, J = 8.7, ,2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H) : 1.10 (m, 1H) : 0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) 0 

2 (3 6 6) 

10 8- (4— ^W^;) -3- (2, 6- ; ^f;V-4-^ ^;/7i 
=A0 -6, Kd-5H-^d^ [d] t°7y'nr [l, 5- 

a] fc°y ^ 




OCH3 
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T L C : R f 0.55 (^MJ-> : iixf;k= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.80 (s : 1H), 6.83 (s, 2H), 6.27 (d, J = 11.1Hz, 1H), 
3.98 (m, 1H), 3. SO (s, 3H), 3.11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04' 
(m, 2H), 2.1 3 (s, 6H), 1 .76-1 .30 (m, 8H), 0.96 (t, J = 7.2Hz, 6H) 0 



2 (3 6 7) 

8-^oW^;-3- (2, 6-i?>f^-4-nWs=;V) 
-6, 7-yt Kn-5H-y^o^y^ [d] t'^'n [l, 5- a] t° 



T L C : R f 0.54 : H^ai^vl^ 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz : 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

15 

m&M 2 (3 6 8) 

8- (N-^nycWf/Iz-N-yoW^/) -3 - (2, 6- 
^f^-4-^^7i=/l/) -6, 7-i?fcKo-5H-i/^n^y 
9 [d] t°7 v /P [1, 5 -a] 



5 



10 
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OCH 3 



TLC : Rf0.5] : ffc&^<?-;\,= 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : b 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1.68-1.50 (m, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (m, 2H), 0.1 8-0.04 (m, 2H) C 

» 

HflSgH 2 (3 6 9) 

8- (N-^yi/^-N-^^nyptVMf^T^y) -3 - (2, 6- 
10 *?*3-j\'-4-* Y**/y=.—tV) -S, 7-v i kF0-5H-^n'<> 
* [d] [1, 5- a] t°y^v : >- 




och 3 

TLC:Rf 0.49 (^^ri^> : &$^x?vU= 2:1) ; 
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!, 

N MR (300MHz, CDC1 3 ) : 5 7.93 (s, 1H), .7.42-7.08 (m : 5H), 6.70 (s, 2H), 4.94 (s, 

i 1 

2H), 3.81 (s, <3Hj)/3.41 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7,5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04, (m, 2H), 2.13 (s, 6H), 1.03 (m, 1H), 0.54-0.3S (m, 2H), 0.12-0.01 (m, 
2H) C 

gjfefc (3 7 0). 

t 

8- (N r ^o7'o Wf/V-N- ( 4 '- ^ ^/l^ si fvW) 7^ 

/) -3- (2, 6 -p< Y**s7 zc=.}V) -6, 7-v=tK 

p-5H-^p^ [d] t'^/o [1, 5 -a] t'U^v^ 




10 OCH 3 

T L C : R f 0.53 (^f-^ : %m=.f->v= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H) ; 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz ; 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 
15 1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H). 



mmm 2 (37i) 

8- (N-^PtW-N- (4-7^tP7x^l/^f;u) 7^/) - 3 - 

328 
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I, 

(2, 6 - v^.^W- 4 'hSris? - 6 , 7 - v>fc Kn - 5 H - 

->^n^^^"[d] tyyn [l, 5- a] fc'JJ^v^ 




och 3 

TLC : Rf 0.46 (^^rf- V : ftgfcinfvl^ 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1.70-1.48 (m ; 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mmn 2 072) 

10 8 - v?i/^ p / n f ^ - 3 - (2, 6 - fvU- 4 h $r 

-6, 7-i?t Kd-5H-'^p^ [d] t^/n [l, 
5 - a] t°U ^ itls 



329 



WO (12/053565 



PCT/JP01/11581 
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TLC : R f 0.45 (^^-y : ^^ai^ju= 2:1); 

NMR (300MHz. CDC1 3 ) : 6 7.81 (s, 1H), 6.68 (s, 2H) ; 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t J = 7.5Hz, 2H) : 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2.13 (s, 6H), 1.20-1.06 (m, 2H), 0.68-0.36 (m ; 8H) C 

l 

Ulifeff j 2 (3 7 3) 

8- (N-^-N-^D/nh°;M^7^y) -3- (2, 6-v> 
^ f-/U— 4-/ Y5r~y7 ~/U) - 6 , 7 - v h K d - 5 H - d -^>-^ 
10 [d] M'yVu [1, 5-a] fKv^y 



T L C : R f 0.61 (^=*rf-> : ifigjcfvl'- 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 




OCH3 
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I, 

i 

2.00 (m, 2H), 2.12 (s,.6H), 1.64-1.46 (m, 2H), ,1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90 
(t, J = 7.2Hz,'*SH), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) C 

,' ! 

I, , 

MMM 2 (3 7 4) 

5/) -3- 02, 6 - v^^^/l— 4 -t< h^v-^^-zU) -6, 7 -S?fc 

[d] t°7^/P [1, 5- a] t°y^> 



F 




OCH 3 



TLCrRf 0.51 (^*y-> : 2 : l) ; 

10 NMR (300MHz, CDC1 3 ) : 6 7.92 (s, 1H) : 7.38-7.26 (m ; 2H) ; 7.06-6.94 (m, 2H) ; 
6.71 (s, 2H), 4.89 (s : 2H), 3.81 (s, 3H), 3.39 (d : J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz ; 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(m, 2H), 0.10-0.01 (m, 2H) 0 

15 mt&m 3 

8- (N-xf^-N- n -7^7$ ;) -2-t Ko^y^f/l/- 3 - 
(2-^f;l/-4-tFn= ) f>7i^) -6, 7 - Kn - 5 H-i/# 

d-<^^ [d] t^yp [i, 5- a] ey^y 
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MMM2 (1) •ZmmLtzibGVo (5 0 6mg) Olik^fl/y (14m- 
1 ) 7 8*Cfcift*PU lM£|ft*^|©»f^> (1 2ml)' 

»JSS:AP^, -7 8 °CT 3 0 43 J: U- 3 0°CT 5 B#F^fli Lfc c Rfc 

^v^!J^W7A^ovb^77^- (n -^3^-> : l£@£ocfv^= i : 
1-2 : 3) T»»LT, J^T<D'#Jt»-^^i-5tIM^t/ (3 0 3mg) 

10 TLC : Rf 0.14 (n -^$-f> : Bsg£nifvU= 1 : l ) ; 

NMR (300MHz, CDC1 3 ) : 6 9.41 (brs, 1 H), 6.90 (d J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H) : 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) c 

15 

mMM 4 

8- (N-if^-N-n-^W^) -2-tKn^^-3- 
(2 -tf-As— 4 -6, 7 - Ko - 5 H — D 
[d] t°7yn [l, 5- a] t o y^i^^ 
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mtMm 3 x*m^Ltcik&% ( 9 s 5 m g ) <omt* ^ w ( 1 0 m 1 ) m 

m*. O c C^SPU *5(tfb-?-MJ*A (95mg ;63.1%»#»ft) 
3 0#P B M#Lfc o %mm&mz=> 9it^^^ (0.1 8m 1 ) ££n;t, 0°CT2 
5 B#ra»L7c c SJS^^t-^fP^T^^^ATfc^^P^x grafts 

^nr^77<f- ( : @M^f-A-= 5 : 1 -» 4 : 1 -» 7 : 2) 

T?»»LT, £JlT©»tt«SrWi-*«H^* (9 4 7mg) *mtz 0 

10 TLC:Rf 0.35 (n-^tV : iixf/U= l : l) ; 

NMR (300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz : 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, .1 = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

15 7.2Hz, 3 H), 0.90 (t, J = 7.2Hz, 3 H)„ 



Hi 5 

8- (N-l/PfcVU-N- T^7) -2-y 

fvU-S- (2-^^-4-^ f^7s=;V) -6, 7-v>tKn-5 
20 H-i^n^* [d] k'r/a [1, 5- a] W 
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I, 




OCH 3 



mmm 2 ( 2 ) -^m^ Ltzit^ ( 1 8 6 m g ) ^ * *> k 

(5ml) fSm.\ZL y ,h l) ^)VT x > (0.39m 1 ) *5 «k tfHgSKfcflfiSt t c JJ v 5 > 
(2 2 5mg) 'fcjpji, t^2B|f«tfc 0 SJCSjg^**7kfc&ff, 

lifts Lfc 0 aM© fc° y i> y (5ml) o-^f^t K p 

drv'^T^^^m C2 8mg) SrflP;^ ifil? 1 5 P$ffl$# Lfc 0 

A-=4 : 1-3 : l) T'iiLT, ^T^ttit^-Totl^b^fe (l 6 
mg) £#fc 0 

T L C : R f 0.78 ( n : %$&3lJ-;\,= 1:1); 

NMR (300MHz, CDC1 3 ) : 
15 major isomer 

5 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J =<2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) 0 
20 minor isomer 

8 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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I, 

(dd, J = 8.4, 2.4Hz, 1H), 4.47 (d. J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2Hj*2l99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H),. ] .58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) C 

5 H»J5' (1) ±5 (2) 

mm 2 (2 6) x*mmLtzfc&m, ^tcitmmm4xm^wt^^ 
timzm^xmmms tmmoxmznteox^ uToit^m^m^ 

i 

io MMMb (!)■ •• ' 

8- (N-^-7°n kVU-N- ( 2 - ^ h ^ W 5 / 7% - 2 

5v^-3- (2-^f/W4-^ F^f-y7i^) -5, 7-ytKn-7 

p [3, 4-,d<> t-yy'o [i ( 5-a] t°y5-^^-»m 




15 T LC : R f 0.22 (n : M^fvU= 3 : l) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

6 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
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0.81 (t, J = 7.5Hz, 3H) C 



minor isomer 



8 7.38 (d, J = 8.4Hz, 1H), 7.31 (t, J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd„ 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s ; 3H), 2.31 (s, 3H), 1.65-1 .50 (m, 2H), 
0.84 (t, J = 7.2Hz, 3H) C 

mmM5 (2) 

8- (N-ifyu-N-n-^W^) - 2-t Ko^rW ? y 
10 -3- (2-^^-4 h^->7^^/k) -6, 7-v>tKn-5H- 
v-^p-;^^ [d] t c ^^n [l, 5- a] t'U 



TLC : Rf 0.19 (n-^f> : |^xfyu= 3 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 8.15 (s, 1H), 7.96 (bra, 1H), 7.18 (d, J = 8.1Hz, 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz,3H) 0 

20 M1fcM6 




OCH 3 
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8- [ (2S) -1-t T^J^2-t 
fvV- 3 - (2-/f-^-4-^h^r^y^^M -6, 7-5?kK'n-5 

n-i/?v<-yt [d] fr/'o [i, 5 -a] t°y$v^ 



5 H»J2 (15) T$^Lfc<fbl^ (2 9 0mg) (Dftefc (4ml.) ^ 
lMli (1.4ml) ^Px., 8 O c CTlB#F B m#tfc 0 

yk^Ltzmmmykmi- v y ^atk« tioomi) 

Lfc 0 mmv \?yi/> Omi) t k p tti/ivT % ( 5 

10 2mg) £*P;L, Sffl-Cl 5B^M#Lfe 0 LfcflL 

/^7^^cvf^77^- (n-^^-y-> : @»^/U= 1 : i) "C||Jjj 
LT> £lT<0»ttffl[S:^rl-5IIH<b*tt (14 3mg) ^WMH 
15 T#fc e 

T LC : R f 0.32 (n -^^rf->- : It^^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 
major isomer 

6 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J - 8.4Hz, 1 H), 6.84 (d, J = 




OCH3 
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2.7Hz, 1 H), 6.78 ,(dd, J = 8.4, 2.7Hz, 1 H), 6.53' (d, J - 9.6Hz, 1 H), 4.60 (m, 1 H), 



5 5 8.52 (hrs, 1 H),,7.14 (d, J = 8.4Hz, ] H), 6.84 .(d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 ,(m, 2 H), 2.88 (t, J = 7.5Hz, 2 H), 2.31' (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2 H), 1 ! 1 1 (t, J = 7.2Hz, 3 H). 



10 H»J6 (1) , 

8- [ (2S) - 1 f^;;^y-2-^/V] 
^- 3 - {2- 4- ^ Y*~S7 -5, 7-v?tKP-7P 

[3, 4-fl] t'yy'n [l, 5-a] t°]J$v?> 



15 HJi£$j2 (14) T^3ttfc^t) (3 6 5mg) v fcilFk Kd=^^ 
8mg) *ntc c 

T L C : R f 0.20 (n -^^rfy : ^xf^= 3 : j ) . 



3.82 (s, 3 H),,,$,25-3.00 (m, 2 H), 2.88 (t, J = 7:5Hz, 2 H), 2.3 1 (s, 3 H), 2.17 (s, 3 H), 
2.10 (m, 2 H); 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H), . 



minor isomer 
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NM R (300MHz, CDCI3) : 
major isomer 

8 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, ' 
J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J = 10.5Hz, 1H), 5.3,1 (d, J = 
5 1 0.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) C 
minor isomer 

5 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H) : 6.53 (d : J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H) ; 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) 0 

t 

8- [ (IS) - 1 -V7V tVVT5:y] -2-^^-3- (2-> 
15 ^A—4 f^7i^)-6, 7-v>fc Ko-5H-^o^y^[d] 
t'yy'P [1, 5- a] t°y $ i?> 




OCH 3 



^«6TM3tbf^r:^ (I3 7mg) (Dmt^f-^^ (lml) » 
£-7 8°C«£PU hP^^T^^ (0.32ml) & £ 0 h V VjVjrv J ? 
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yxArtsymtefrfa (o.i3m r) srip^. % m^x'2^mmwLtz B m&m&m 

TLt : R f 0,27. (n — ^$-fy : I^g^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.15 (d, .T = 8.1Hz; 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

(dd, J = 8.1, 2.7Hz, 1H) ; 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H) ; 3.33 



(ddd, .1 = 14.4, 7.5, 6.3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 



10 2.31 (s, 3H), 2.25-2.1,0 (m, 7H), 1.29 (t, J = 7.5Hz, 3H) C 

(l) 

8- (N-±^-N-n-^^T^ J) -2-^77-3- (2-t<^ 
; v-4-t h^riyy -6, 7-i/t Kd-5H-^d^ [d] 

15 t°r/c [1,'5-a] tlv/y 



IIi5 (2) TM^Lfc^t> (211mg) £J3^T, MMM 7 t H3 

m<Dmfc%n?i^x^T(Dmm*%ir%mm4b&m a 9 5m g ) £#fc 0 

TLC : Rf 0.34 (n -^-fy : @^^^= 3 : 1) ; 
20 NMR(300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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. 4.1 

I 

(dd, J = 8.4, 2.7Hz, IB), 3.83 (s, 3H), 3.65 (q, J - 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = 7'^Hz, 2H), 2.96 (t, J « 7.8Hz, 2H), 2.29 (s, 3H), 2.1 8 (m, 2H), 1 .57 (m, 
2H), 1.33 (ni, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) D 

5 n^gy s A 

r 

9- (3-' <^9VV7^/) - 5- (2-^^-4-^ h^r 

i/7*=yV) - 7B [3, 2-d] k'7^P Cl, 5- a] t'U^^y 




OCH 3 

H»!|2 (6) -CMittfc^tl (2 1 5 m g) Ov ; 7x = ;H^7^ (3 
10 ml) 1 0 V^7i^!)A^ (15 0mg) ^rTJO^L. 2 5 0tf4 

0#K»Lfc o KJfc»£fc£M*-CJfr*PU itS—fr (10ml) 

07^- (n-^=3rf"> : T-fe 9 : l) tflU, EAT 

4r*-r*««^« (I5 0mg) Sr#fc, 
15 TLC : Rf 0.42 (n-^t^ : itxf;|/=2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J - 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m,6H) e 
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mmm 9 

8- (3 — <yfvM"^i/) -2-**5-)V-Z- 

i/7^-JV) -6, 7-^tFn-5H-^D^ [d] t°?y*n [1, 
5 5- a] t°U .' . 



> ]J !7A (92.0m g ; 6 0% in oil) <D V fr^BM^, 3 — <S 
^y^(20 2mg) «TU 8 0 °CT 2 Lfc 0 
#%$J 7 TMit t Tt^fe ( 2 5 0 m g ) ?U 5 J«3f # L/c„ 

- (^rl^ : mm^^= 5 : 1) TftMU ^T©»il^tt?)li 
(1 2 8m g) <H#fc„ 
5 TLC:R{ 0.58 ( Y : /--fe b 5 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m : 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) 0 
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mmm9 (i) -9 (5) 



m&M9 (i) 

8- -2->^Vl/-3- ( 2 - ^ d P - 4 - ^ V * 

; s7zl=-)V) -6, 7-^tKc-5H-y^u^ [d] [l, 
5- a] t°y 5 



T L C : R f 0.50 O^f-^ : ^01^-7^= 3:1) ; 
NMR(300MHz : CDC1 3 ) : 5 7.29 (d, J = S.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), 1.04 (t, J = 7.5Hz, 6H) D 

mmm9 (2) 

8- ( 3 — O^vl^^) -2-*?A"-3- (2-^ h=¥ 
-5, 7-v ? tKo-7n [3, 4-d] t e 7 N /P [l, 5- 



5 



10 
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a] t c y ^.vo : . 




OCH 3 



T L C : R.f 0.25, fr^> : gftgzcfvl^ 3:1) ; 
NM R(300MHz„ CDC1 3 ) : 8 7.28 (d .1 = S.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6:90 
5 (dd, J = 8.4 ; 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, 
3H), 1.99 - 1-.80 (m, 4H), 1.05 (t, J = 7.5Hz ; 6H) C 

mi&M9 (3) 

8- (4-^y^;P^-^r-» - 2- ^=f;V- 3 - (2-^na-5-^h^ 
10 i/7i^;l/) -6, 7-i/fc Kd- 5H-^n^ [d] t c ^/n [l, 
5 - a] t°y 5: i?y 




T L C : R f 0.85 : mk^^= 1:1) ; 
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I, 

NMR(300MHz', CDC1 3 ) : 6 ! 7.29 (d, J = 8;7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2*7Hz, 1H),,5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (1,'J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J= 7.5Hz, 2H), 1.90 - 1.66 (m, 
4H), 1.58 - 1 .42 (m. 4H), 0.95 (t, J = 7.2Hz, 6H) 0 

\ 

5 • 

mum 9 (4) • 

8-^ yi/n tVU^v^- 2 -^^/V- 3 - (2 -j? n u- 5 

zc-y^) -6, 7-^tFn-5H-y^nXy^ [d] t^y^P [l, 5 

- a] t°y 5 v>V 




OCH 3 



TLC:Rf 0.36 : ffl&^?-;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.29 (d, .1 = S.4Hz, 1H), 7.06 (d, J = 2.4Hz ; 1H) : 6.89 
(dd, J - 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) C 



mMM9 (5) 

8- (1, 6-^y*v^:/-4 — f^) t^ri/-2-^f;W3- (2- 

20 [d] fc°7y*n [1, 5- a] fc o y$i» 
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T L C : R f 0.58 (-^^r-^> : ffi&jc.J-)V= 2:1); 
NMR(300MHz s CDC1 3 ) : 6 7.29(d, J = 8.4Hz, 1H), 7.06 (d, J =2. 7Hz, 1H), 6.89 
(dd, .1 = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) D 



5H-^D^y^ [d] fr/o [1, 




ggasflu 1 0 

s- -2- 
10 7x=;l/) -6, 7-v 5 fcKn- 
5- a] t°y 5i» -mi^ 



zkSffc^- h y !7i^ (68.9m g ; 6 0 % in oil) <D^$ J (l 7 ml) & 
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1 

0°C-X:\':S-7±f-^^y^y (2.5 2mg) *5 «t t/#%#!l 7 T- 
»itL^b^ , » (3 0 0mg) ^iP^L N l^jf^U^o SliS»aS:*ttL, 

dfl?-^ : @MaL^=5 : 1) T'ffl^LTtc 0 C C^4 NffiK-ftSE 

^fvV (0.2ml) £2P;u lO^WU^WU, ^T^fettl 
SrWi-S^JS-fb^'ft! (271.1m g) 

TLC : Rf 0:57 l^^y : |^cc^= 2 : .1 ) ; 
10 NM R (300MHz: CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.7, 2.4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 3.00 (t, J = 7..5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02,(t, J = 7.5Hz, 6H) 0 

15 mtfc&n i 

8- - 3 - (2-^^-4-7* 

v" 7 a -6, 7-^tKn-5H-^nX^ [dl t'^/o [l, 

5- a] t°y *S?> 




347 



WO 02/053565 



PCT/JP01/11581 



#*W7T»3tLfcffc£4fc (3 0 Omg) <D*J* h^v^> (3ml) , 
SHSI^ 4-yf^7i=M'D>t (I3lmg) x S8^7i?^A (1 
lmg) \ hV 7^-^**7 Jl/ (4 8mg) $5 Y D $ J* > 

(2mD srjp^L, 5P#^»»LLfc 0 Rj&mm*$iMu mtt*- 

:mm^^=5 : 1) T'ffilLT, <Dmm*fi-f ZMMitft . 
4fe ( 2 2 2 m g ) £#7c 0 

T L C : R f 0.41 : M^fW= 3:1) ; 

10 NMR (300MHz, CDC1 3 ) : 6 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19. 
(d, .1 = 8.4Hz ; 1H) : 6.88 (d : J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.01 (t, .1 = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s,3H),2.14(m,2H) 0 

15 HMJ 11 ( 1 ) — 1 1 ( 5 ) 

gii ii(D 

20 8 - (2, 4-^^dd7i-;1/) - 2 -p* ^/P— 3 - (2-^^-4- 
h 3^:7^-/10 -6, 7-^kFn-5H-^P^ [d] fc°7 N / 

p [i, 5 - a] t°y ^ v> -msm 
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TLC : R f TLC : Rf 0.38 : gfcg^tfvl^ 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 7.91 (d, .1 = l.SHz, 1H), 7.70 (d ; J = 8.4Hz, 1H), 
7.64 (dd, J = 1.8, 8.4Hz, 1H), 7.11 (br d, 3 = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), , 
5 6.81 (dd, J =2.7, 8.4Hz, 1H) 5 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 

t 

2. 12 (m, 2H), 2.09 (s, 3H) 0 

mMM 11 ( 2 ) 

8- (3-M)7^tn^f^7i-/U) -2-^^-3- 
10 -4 -6, T-^tFo-SH-^P^ [d] 

t^y'o [1, 5- a] t°y ^> 




OCH3 
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T L C : R f 0,27 : Siif^= 3:1) ; 

NMR(300MHz, CDCI3) : 6 8.08 (brs, 1 H)/S.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1 H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz; 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94 (t, J = 7.5Hz,»2 H), 2.31 (s, 3 H), 2.20 (s 5 .3 H),.2.18 (m, 2 H) c 

f 

i»yi 1 (3) 

8- (4-n= ! f l v'7x^) -2 -^5vW-3- (2-^f"/V-4-^ h 
df-i/^a— ^) - 6„ 7-v>fc Ko-5H-^n^^ [d] t°7 s /P [1, 
10 5- a] \?V %5?>-m$M. 

OCH3 



HQ 




OCH3 



15 



TLC : R f 0.23 (^f-V : g^ai^u= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H)„ 



HflSfltf 11 ( 4 ) 

8- (3, 5-^od7i^) -2-^fVl--3- (2-^/1—4- 
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!, 

i 

t f^fi/7i^) -6, 7-^tK0.-5H-y^P^ [d] 
a [l,"5^'a] t°y $v>>- 




0CH3 



TLC:Rf 0.50 : @M^^= 3:1) ; 

5 NMR(300MHz, CDC1 3 ) : 6 7.69 (d : .1 = I.8H2, 2H), 7.52 (t. J = 1 .8Hz, 1H), 7.17 
(d, J = S.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, 3 = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2.17 
(m, 2H) C 

10 mMMii (5) 

8- (2 J-jVyaL^/V) (2-/3-^-4-/ 

-6, 7-^tKD-5H-^n^ [d] ¥yy*ti [1, 
5 - a] t°y ^ i?> 
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H 3 C 




OCH 3 



TLC : R f 0.38 {^$-f> : /i,= 3:1); 

NMR (300MHz ; CDC1 3 ) : 6 7.34 - 7.48 (m 5 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz : 
1H) : 6.82 (dd, .1 = 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
1 H), 2.27 (s, 3H), 2.20 (m, 3H), 2. 1 7 (s, 3H), 2. 1 5 (m, 2H) C . 



m 1 2 



A-^- Y^-^y ol=.jV) -6, 7-^kKn-5H-^D^ [d] t c 
10 [1, 5- a] t°!J 5 v 5 ^ 

o o 




OCH 3 



fr&iti- hV$J* (210mg ; 63.1 %in oil) ©7h7t Kn 7 7 1/ ( 1 
0ml) SBBj|£fc % -W^WJ^-J-JV (8 8 0mg) &AP*_ N tl1?3 0^ 
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mmwut 0 Rj&fm\^ mmnxmmLtzi^m (8 2 0m g ) 
4 mmMmmmLtz, R^mm^tmrntT y^~v ^mm iiomi) 

5 : %m^;\,= S : 1 -> 7 : l) Tlt^LTs yT©|ltt«lf 

(1.10 g) £#/c 0 
T L C : R f 0.48 (^f-y : gfcikxf- ^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, .1 = 8.1, 3.0Hz, ] H), 6.02 (s, ] H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6 H) c 

mt&m 12 ( i ) - 1 2 ( 4 ) 

15 UT<Dfc&W&mtz c 

mmm 12m 

8- (l-^W^y-l, 3 -v^^y- 2 -2-*TA' 
-3- (2 -^^-4 -7* -6, 7-v ; tFn-5H- 

20 i/pa^y? [d] t7y'p [1, 5 -a] try^v^ 
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O O 



N(CH 3 ) 2 




OCH 3 . 



T L C : R f 0.55 qgft&zcJ-jV) ; 

NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J= 1.8Hz. 1H), 6.83 - 
6.74 (m, 1H), 6,29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s : 
5 3H), 2.30 (s, 3H), 2.16 (brs, 6H) C 

i 

mm\ 12(2) 



8- (2, 4 -v^^V- 3 -^^/lO -2-^^-3- 
-4-^ f^rv-^^n/^) -6, 7-i?tKo-5H-^o^ [d] 
10 t 0 ^y'n [1, 5- a] t°y^v>^ 

o o 



T L C : R f 0.34 : iixf^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 16.93 (s, 1H) : 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 1.2Hz, 2H), 2.33 (s, 3H), 2.20 (quint, J = 7 .2Hz, 2H), 2.18 (s, 3H),< 1.95 (s, 
6H) C 

n»j 12(3) 

5 (J- b^r^;^^;W) / 2 - ^ *f-)V- 3 - (2->pp- 

4 -t< b^v^^^l/) -6, 7-ytFo-5H-'^o^ [d] t c 
r/o Cl, 5 -a] k'H-^ 



o o 




OCH 3 



T L C : R f 0.18 (^^if > : ^m=^f-jv= 3:1) ; 
10 NMR (300MHz ; CDC1 3 ) : 5 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H) ; 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, .1 = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz. 2H), 1.31 (t, 
J = 7.2Hz, 6H) C 

15 jijl 2 (4) 

{auY^i/^oj^-jV) 2- t^/U- 3- (2-^nn- 

Y*i/7aL~jV) -5, 7-^tKD-7D [3, 4-d] 
[1, 5 -a] t°!J ^v 5 ^ 
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OCH 3 



T L C : R f 0.28 : S§£^fvk= 3:1) ; 

NMR (300MHz,. CDC1 3 ) : 6 7.28 (d ; J= 8.4Hz ; 1H), 7 0S (d J = 2.4Hz, 1H), 6.9] 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H), 4.95 (s, 2H), 4.41 - 4.20 (m, AH), 
5 3.84 (s, 3H), 2:39 (s, 3H), 1.33 (t, J = 7.2Hz, 6H )„ 

mmi 3 

8- ( 1 , 3-k Kodp->- 2-7 P n fcVv) -2-^^-3- (2-^ 
/u ,_ 4 _^ ^^7 s -,v) _6, 7-i/t Ka-5H-^n^y^ [d] 
10 t'^/o [1,.5-a] 




OCH 3 

Utttill 2*?«5gLfcfc£« ( 3 5 5mg) ©Bbfci* 
(7ml) SSJftH, -7 8°C-eiM^yyc!tVWT^5- 
r>i^t K!7 K (3.94ml &MTLfc 0 M^^^0 o C^#^ 
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u 4.5 \%mm&i>K. Ci %!&mmz.*?/~ju (3m d ^itl, 



\ 

5 



10 



15 



D^W7^^0v^-'77^- TO^fv^= 3 : l) Tit 

ML, «T^«it^W1-S#^b^fe "(26 Omg) £#fc 0 
T L C : R f 0.50 u v zjvUi* : / ? J — yU= 9:1) ; 



NMR(300MHz, CDC1 3 ) : 5 7.13 (brd, J = 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, 1H), 4.97 (m, ,1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (brt, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) C 

8- (1, F^^-2-7'nk t ^) -2-^^-3- 

,V-4-* ^rs7aL=.;V) -6, Kp-5H-^d^^ [d] 

t°7 v /n [1, 5- a] t°V 



7kSHfc-7- hi) (26.0m g ; 6 0 %in oil) ©DMFfiC, 0 c CX*m& 
M 1 3-CM5tt7c'fb^ (12 0mg) ODMF (2ml)«^Tt7c c 

:««;:3 7l^f^ (si.o^ i) ^itu itiffflffiWLtc 0 EfoWifc 
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"CttSkflU -<>if> (5ml) %m?LTfrbm%iLtc 0 ^i^y^W ( 

7A^Dvf^77^ (^=¥1^ : SSxfA- 3 : l) -CH^L.T, 1^ 
T^ttft^W-rStM^^ (58.7m g) <H#fc e 
T L C : R f 0.80 (f^oif-^) ; 
5 NMR(300MHz ; CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd : J = 8.4, 2.4Hz : 1H), 4.28 - 4.16 (m, 1H) ; 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s : 6H), 3.06 (t, J = 7.5Hz, 2H), 2 .94 (t, J = 7.5Hz, 2H), 2.31 
(s, 3H), 2. 1 7 (s, 3H) : 2.17- 2.08 (m, 2H) C 

io gMM i 5 

8- (N, N- f-SVjjjW^of /l>? -2-^f"/^-3- (2 — ^. 

^_ 4 _^ ^y7 I -^)-6 ) 7-v>fc Kn-5H-y^D^[d] 

t^y'n [i, 5 -a] t c y ^v?>- 



o 




OCH 3 



15 mifaM 1 2 istzititm (4 1 0 m g ) <D* ? J (1ml) m& 

2 4 °C-C v 5 ^ fvUT 5 / ( 4 9 1 m g ) ©50 %7K^^^Px, 9 0 °C 
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5:D tiitx, uTomm^-t^wMit^m (102.7m g > &#fc e 

TLC : R f 0.55 O^f-^ : @tS^^= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80' 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94, (m, 5H), 
5 2.72 (s,3H), 2.36 (s, 3H), 2.24 -2.10 (m, 8H)„ 

CI 



10 TRSt-fb^ b y t? A (2.6 g ; 62.6% in oil) Oi?>fM;VA7 5 K (80m 
1) ffi^Bifc^ 0 2 - ^ n d - 4 - k K o t/^y X7/Uf t K (10.0 
g) ©-77WM7^ K (50ml) 1 5^fttiTL, 30 

OlCCa^l^fvu (4.2ml) ^lO'^itt 
iTU HSflBjfctfLfc. ^i^/fti^/i' (l : 

y^X°mm. JftffiLT, EATOfettteSrWi-aiKBfc^'fc (10.7 g) £#7t 0 
T L C : R f 0.61 (^^^>- : |M^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) C 

20 

###19 

1- (2, 2-v i 7'D ; tXT-;i/) -2-^nn-4-^ h^rv-^^ify 
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CI 




&%M8-emmitfz<k&to (5.0 g) (omt^vy (nomi) mmi^ 
m^kitfizm tio.U) ?mT, Fy'7i-/^7^> oe.9g) & 

i 

5 ft 0 S.J&iBi&QtKD^y-y (5 0 0ml) WRWi^^ UfAS ( 3 0 g ) 
6i§L/c 0 r>^^>^^rfy/SSx^ (l o : l) -?tm 

•7 h^7 7^ - '.K^rfy : Hixf /i,=.i o' : 1) TMLT, ^T«>& 

mm^-t&mm^m (6.6 g ) ■ 

10 T L C : R f 0.82 (^^-f> : %ffife^=f-jV= 3:1) ; 

NMR (300MHz; CDC1 3 ) : 6 7.62 (d, J = 9.0Hz, 1H), 7.51 (s ; 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd. J = 9.0, 2.1Hz, 1H), 3.81 (s, 3H) C 

#%fly i o 

15 1- ( 1 -:/o fc c =yU) -2-^dd-5-^ f^r^yify 

\ CI 




9 TKifLfcft'g'* (1.98 g) ©7^7tKP777 (20ml) ^ 
- 7 8°CT- 1.57M©n -rf^fr ]) f 7^^f^I (8.2ml) 

20 *PU B*?fc*?->V (0.46ml) 0 °CT 1 tifffifflfr l>tz 0 &&&&& 
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I 

mm<k&m (o.89, g ) *#^ e 

T L C : R f 0.69 . -(^-fy : /V= 5' : 1 ) ; 

5 NMR^OOMHz/CDClj) : 6 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 
(d, J = 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H)„ 

I 

i i 

(h yj^/^yy ^) r^y- 2 -v-r/- 3-^^-4 - (2 

10 f^>7i=^) t c n— ;k 



CN 




OCH3 



3 O^MaiJRttjftLfcjft^y^ (8 3 2 g) lz: s 7/^yftT, v 5 
-fy^W;v^^i^t Ky K (13.8m 1 ) SrSIt^o<!5M, 15^ 
WJJI#Lfc 0 KjfciSifc&siMfcbfcfk o L;Mb£* (11.6 g) 

15 ©MJ^f-ZV^y/^T^K (46ml) M^2 5aWOJP*.fc e 2S£ 
^«r»l, 13 0^2^^^ 

»»Sr*lt*T?&*PU Sft^V'/f^Rlfc. ftf?«S:^y*y/v*9 

i»^D^h^^^^- : S|xf ;l/= l 0 : 1) TtitT s £A 

T©«WMSr*i"«aiia^» (9.5 g) s 33«fci/t§iJ£fifc&£ LT2-tf* ( h 
20 yyf;^>y;i/) 7^;-5-v'7;-3-yf^-4- (2-^ pp- 4 
b^r->7^^^) t°n-;V (5. 2g) &#7t e 
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T L C : R f 0.34 > : ^.^ol^-jv= 10:1); 

i 

NMR(300MHz, CDC1 3 ) : 6 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H) 5 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - ' 
0.14(s,9H) o 

1 2 

5-7^-2-^77-3-^^-4- (2 v a — 4 - 1 h'*i/7 




OCH 3 



10 #%#J 1 1 T'Mit LtLfc&to (6.27 g) (50ml) 

1 N7)<~miti- h y ^ atk^ (15.4m i ) &ML-c>bn;t N 1 ^w^jpiRatSEL 
*«ilt, uf(ommm^-f^mm^m (4.7s g ) &#7t 0 

15 T L C : R f 0.20 (^^rf > : Sgjxf ^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 

iii 1 6 

20 1 -*STJ- Kndp-i/- 3- ( 2 n n - 4 r 3r 
-6, 7-^tKn-5H-^D^ [d] t c Pd [l, 
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! 

t 

2- a ] tr y ' 



My, , ' 




mmn 2xmmLtzik&y>) (4.15 g ) %m<^x, mmmi tmm<o^^ 

5 TLC : R.f 0.15 i^-fy : fflflfctfvl^ 1 : l) ; 

NMR(300MHz, DMSO-d 6 ) : 5 12.25 (brs, 1H), 7.31 (d : J = 7SHz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd : J = 7.8, 2.7Hz, 1H), 3.83 (s ; 3H) ; 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H) C 

10 1 7 

l-y7/-2-^^-8- (3— <^7l^7 5;y) - 3- 

-4 h^v-^^^yv) -6, 7-^tKn-5H-y^P^ [d] 

t c nn [l, 2 -a] t°!J $ v>> 




OCH 3 
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t ^XoXM^Ltz 1 — i/T S — 2 —/ =f-)V- 8-^pp-3 - 
vi- 4-^ Y*i/7 -6, 7-i/t Kp-5H-^d^^ [d] • 

t c n d [ 1 , 2-a] fUv^y (I80mg) &/B WT\ H»J 2 W\W. 
5 O^mn^aoT, gJlTOtl^tt^^i-^M'fb^t) (1 1 2m 
g) £#fc c . 

TLC ; Rf 0.36 ( : SS£^fvV= 9:1); 

NMR(300MHz, CDC1 3 ) : 6 7.25 (d, .1 = S.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz : 1H) : 5.94 (d, J = 9.0Hz, 1H), 3.83 (s, 3H), 3.82 (m, 1H), 3.04 (m, 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.S2-1 60 (m, 4H), 1.04 (t, J = 7.5Hz, . 
3H), 1.03 (t, J=7.5Hz, 3H) C 

mmm n (d 

1 —i/T J ~ 2 — ^f-jV- 8 -v^p tW7 ^ J — 3 - (2-^do- 4 — 
15 ^ -6, 7-ytKn-5H-y^P^ [d] fc c nn 

[1, 2- a] t°y $ v> 




OCH3 
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T L C : R f 0.39 : I^JC^/U-= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.26 (d, J - 8.1Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
3H), 2.14 (m, 2H) : 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) C 

##glj 1 3 

5-7^y-4-y7y-2, 3-v^fvl^-l- (2-^^-4-^ h 
10 ^i^a-^) t c n-/V ' ' 



2 -7< h^v^T-U V (1 0 g) (7) Ysu^> (12 0ml) 

Wm^s T±hJy (6.43 g) ^itl^p - hJU^y^jU^^m ■ 7K?P^I (4 4 

m g ) m&m* 2 Bf t7t 0 SJt&S^^^iat-C^iP^. 

15 -v P y = h y ^ (4.6m 1 ) &;*JP;L, 1 2 P$|KM}R*&t% L/Co L/cM^ 

«4r«K6U ^A-TiftrW Lfcfc, Wtbti^^^LT, &T©&t£ 

«4r*1-5«H^* (5.73 g) £#fc 0 

T L C : R f 0.65 (^f^ : ftlfc*?Vl/= 1:1); 

NMR(300MHz, CDC1 3 ) : 6 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J - 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 

(s, 3H) 0 
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2, 3-^,^-4-7^/-! - {2-* s 5-;V-4-t h^iS^^-sU) 



-6, 7-^tKp-5H-^P^ [ e ] tfnn [2, 3-b] t°!l 



3-CSK3tLfc<ffc£&l (4.0 g) <£)^>-if^ (4 0ml) 
^ p^i^/C' (1.46m 1 ) fcitfp - Wl^l^/Hfr^B^ TKfPtl (40m 
g) £*P;i, J^TkL^^^i 2^pKJPf»aaatL*Le-^»«iJSr-fe7>r h5ilU 
10 5iS&»*6Lfc 0 7/^'yfi^T^ »*7kr h7t Kn77> (TH 
F) (8 0ml) ^|C N 0°CT*2MJJ y^P tVUT 5 K (15.7 

ml ; THFfI) fcj&P*., ifigf#£U 5 0^Lfc o M^#J 

^ V !7 A TftjftgU Itffi L 7c 0 is})* f)VH 7A^D7^" 

15 77-f- (M^^) T»MLT^T^^Mit%^-r^M^#)(2.85 

g) *r#fc. 

T L C : R f 0.51 (^ p p -fojVJ* : ^ ^ J —}V= 10:1) ; 
NMR(300MHz ; CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2. 1 0 (m, 2H), 1 .97 (s, 3H), 1.90 (s, 3H) C 



5 
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mtm 1 9 ' • . 

* h*is? *~sy) -6, 7 -i?fc Ko- 5H-^ D^V^ [e] t'DP 
[2, 3-b] fcTU^ 




OCH 3 



HWJl 8TSHtLfc<ffr&*J (6 0 0mg) ©THF (6 0ml) J&SlZl, 
0°C-e b y 31 ^-/UT ^ >- (5 2 0m 1 ) fcitl^n b"^->^^ pi) K (18 

'M^rW't^^S'fb^ (451mg) Sr#7t e 
T L C : R f 0.60 n p zjvVA : ^ * 7 — /l"= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.30 (m ; 1H), 7.08 (d, J = 8.4Hz, 1H), 6.S7 (d J = 
2.7H2, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H), 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1.88 (s, 3H), 1.33 (m, 
3H) 0 

2 0 

2, 3-^f;l-4-yDt>7^/-l- (2 -^^-4-t< h^rv- 
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7^=-;V) -6, 7-^tKn-5H-^D^>^ [ e ] t°np [2, 3. 

-b] t c y^>- 



W&Ml 9T«Lfdb^i (4 5 lmg) CTHF (5.0m ] ) 
5 2MJi?7^f;l/^7-f KHflE (4.8m] : THFM) ^Px., 5^ ' 

»pf^5g»fL tfc 0 sjtea^ttm ^ ^ y -/i^px., $ b 2 l/c c 

*7A^Dvf^77^ (-^ff-^:»^^=l : 1) T'iiLT, 
10 KT^fttt^Sr^r-rSIRS^fe (2 6 8mg) fc&fc. 
T L C : R f 0.47 (— ^f"^ : ^zl?-;U= 1:1); 
NMR (300MHz, CDC1 3 ) : 6 7.09 (d ; J = S.7Hz, 1H), 6.85 (d ; J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) C 



2, 3-v^^vU-4- (N-^^yv^-^-N-^ntV^T^y) - 
1- (2-^ ^-4-^ hdF->7 3i=/W) -6, 7-i?kKP-5H-> 
[e] t c nn [2, 3-b] fUv'y 




15 



'MM 2 i 
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OCH 3 



mm 2 0 \,ittt&m ( 2 3 4 m g ) omit* ^ ^ o.om 1 ) ^ 

7^^>#HMT. OTOIJiW^ (3 6 0 m 1) S3<tT>*y 

Till&Sfc^U iM-7^^^T'M, »HUt e Wat**/})*? . 
;^7^D-7f^77^- (^^r-^y : gfcgfcrc?vu= 2 : l) T^®JLT, 
#T©fct!N£&W1-5£Sfc£* (2 4 2 g) 
T L C : R f 0.57 (^^rf-> : f^gf3.f-yU= 1:1); 
10 NMR(300MHz, CDC1 3 ) : 5 7.11 (m : 1H), 6.90 (d : J = 2.4Hz, 1H) ; 6.85 (dd, J = 2.4, 
8.4H2 : 1H), 3.92 (m : 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz ; 2H), 2.87 (m, 
2H), 2.20 (s 5 3H) ; 1.94-2.20 (m ; 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m : 2H) ; 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) 0 

15 Hi 2 2 

2, 3 -v^ 4 -^o £>7 5 / - 1 - ( 2 fyl/- 4 h 

i/7a=^) -6, 7-^tKD-5H-^D^ [e] t 5 PD [2, 
3-b] t'VVy 
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OCH 3 



mm 2 1 x*mm vtcit&m ( 2 4 2 m g ) £/B^-t\ 20^1 

0»^T5^.<b ^J:oT, «T©«Jttffi*#i"5SljS^* (1 8 2m g) 

5 T L C : R f 0.'45 (^^ri^> : g^ggj.^;U= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H) ; 6.87 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H) : 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) C 

10 

gMi 2 2 ( 1 ) 

2, 3 - (N-xf;l/-N-^yW^;) -1- (2- 

^dri/y^-yp) -6, 7-i?k KP-5H-'>^n^ 
[e] t'nn [2, 3-b] fc'Uv^ 
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J 



-^mmm 2 0 ^mmm 2 1 -*mm 2 2 t mmot^^n ^naot, 

5 TLC : R f 0.41 : %m^^= 3 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 6 7.10 (d. J = 8.4Hz, 1H) : 6.86 (d, J = 2.7Rz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t : J 
= 7.2Hz, 2H) ; 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H) C 



1 5 5 ®e#j looi &#fc e 

•8- - 2-*<f-jl>- 3 - (2-^f-/V-4-^ b 

-6, 7-v?t Kn-5H-->^n^y^ [d] t°7^n 



[«J$I] 



[ 1 , 5 - a ] t" y 5 V 



5.0 g 



0.2 g 



20 ^77!) ym-? i/tyJ* (P?##J) 



0.1 g 
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!. 

■ « B B B t;l/0' T 7 4.7 g 

mm 2 , , ' ' 
uT<D&&.£&%.m*£*)m&Liz&, mm&%mzz.vmmu 5m i 

5 ToT V^MZ.%i% U «t I? fcteftjfcU 1 7 ^^/nf 20mgOg 
ttl*imt57^10 0*S:j|fc, , 

•8- - 3- (2-^^-4-^ h 

^'>7a^) -6, 7-i?tK0-5H-^P^ [d] t c 7 v /n 

[1, 5 -a] t°y 2.0 g 

10 ■•?^~Y—;V. i ■ ' 20 g 

• HflTk , . ' ■ 500m 1 
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1. ~« (I) 



R 1 




a) 



5 (5t*U 

Ujoit/Zft^^mteLT, CR\ NR 13 , Ilif, g&fJGf^ «£H 
10 Jj^K C = 0^/t'ttC=SSr**>U 
R 2 te 

(ii) C 1 ~ 8 77l"¥/K 

(iii) C 2 ~8 7/^/K 
15 (iv)C 2~8 7M^;K 

(vi) CF 3 , 

(vii) v-ry, 

(viii) - Fp s 

20 (ix) N R 9 R 1 0 R 9 & ± t>*R 1 "ti^ft^ft&S: LT, 

(i) 7k3tjl^\ 

(ii) C 1 ~ 4 7)V$r)V^ 
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(Hi) c3-io©mi< fir 

(iv) l—4fl©a*lRT-, l~2^1©^J^T-*3j:U ? /*fc(il~2{i 
OSIEJlJW-fSr^WI-S 3~l OloM'^Kl^i^lil. Sfctt. 

(v) C 3-1 0^f^L<fiZlS^ilT\ k b< fil ~4{@<9M 
5 ^fJSC^ 1 ~ 2 f@<D^|f Jg-?*5 1 - 2 fHO^E^^^W 

(x) OR 11 (X4\ R 11 ^ 

10 (ii) C 1 ~4 7M;K 

(iii) C 5 - 6 (Dj^Si^ 

(iv) 1 - 2{i<D^!tj^ > 1 fi^^MT-^it^/^fcH 1 ^CO^^m 

(xi) s h; 

(xii) S (0) n R 32 (S^> x nli0> l£fcf*2£&'fc>U R 12 tt 
(i) C 1 — 4 T/l^A\ 

20 (ii) C 5 - 6 ©0tStgt 

(in) i ^2m<omMu^, i im^ii^^^i^/t /t(t i na©^^ 

(iv) C 5 - 6 tf^St^ Kttl - 2i©ill^ v 1 m<DmM0-*& 

tat i rnvmnB^z^i-z 5 * itn 6 lomitti 

25 £3x7cC l~4T/^^SrS^1- 0 ) , 

(xiii) COR 11 . 
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(xiv) COOR x \ 

(xv) CONR 9 R J \ 

(xvi) c3~i o(D^hL<it~m^mm, 

(xvii) i~4f@<D^*M^-s i ~2B(Dmm]$ : 7-&£u/-£frn i~2{m« 
5 nji^&^w-rs 3~i oM.(D^.m^L< te-^7*$m^ 

(xviii) AP^yl^ CF 3N OCF 3 , v7A =hn N N R 9 R 1 ° N OR 
J \ =N-OR 1 \ SH, S(0) n R 12 N COR 3 \ COOR'\ CONR 

9 r 10 , c3~i o(D^.mhL<it~m^mn, &±Tfi~4m<D&&i%*, 
1 ~ 2 immmm.'rie x u/ % tc it 1 ~ 2 i©®i^^tft 5 3 ~ 1 0 

r 13 & 

(ii)C ].~4 7;^/K 
15 (iii) C 2~4 7;^^/K 
(iv) C 2~47M^/K 

(vi) ] ^4B(DMmW^. l~2{|iO^J© J F^j:tK/^fcttl~2#l«L 

20 (vii)C 3-1 0(D^^ L< f4~^^^^l:\ ^fcte 1 ~ 4 fll^lijg^ 
l~2il§(Dlt*^fcctIJ ? / / ^fc«l~2{|il«^^^^1-S 3~1 0 




25 f3C 1 ~4T/l^7K C 1 ~ 4 drv\ V>J%T$o£tfC F 3 ^b$I 
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I 

itti&m i ~ 3 *i@t*m&£*lti^ t>\ h b < itmuwio C4~6 mmm, 
ji©**a^*fc u '': ' 

R 1 (3 

5 (i) l~5j@©R? 4 Tg^$^Tl/^^t>.U< :fi«lfli*OC 1 ~8 7^/K 

i • 

10 (iv) N R 4 R 8 (£4^ R 4 &J;t}*R 8 («^H34£LT, 
(DtKI^^ 

(ii) l~5e<DR 17 Tfi#l$;ft-ri^^L< C 1-157 

(iii) 1 ~5|©F 1 7 Tg^ £ frW 3 £>t>L C 2~1 5 

(iv) 1 ~5®<DR 17 Tjt^£ft-Cl^/^ t< tt&flgKPC 2-15 

(v) l~5j|i!(DR 18 -Cfim$H-rv^§^t>L<^ii|^ ( DC3~l 5© 
20 (vi) 1 ~5f@OR 18 -eg^$nTV^^^ L< 1 ~4f@<£ 

satins i ^2B<Dmmm^^xi/ttin 1 - 2^lll<»|yi^ J F•&-^ 
(v)OR 6 (Sep, R 6 fl 

25 (ii) C 1 ~ 1 0 T/^^r^ s 

(iii) C 2 — 1 OTH'^K 
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!, 

(iv) C2~'l-0 7;^-;K 

(v) ' 1 ^'5jHl^R 18 T-g^$tlTV^^^ t< (iiI#©C3~l 5© 

(vi) 1 ~5 f©R 18 T-g^£*lTl^^t> L< te$Sg&©l ~4f@© 

i 

(vii) /M3^^Jl^ % CF 3 , OCF 3 , - ho, NR 9 R 1C \ O 
R 1 1 v = N.-OR 1 \ SH N S(0)„R 1 % COR 11 , COOR 11 , 
CONR 9 R 1C \ 1~ SmOR^Tsm^tlXh^frh t< MlS^tD 

10 c 3 - 1 o'oiit l < at«;^*at. ^.t^ i ~ 5 iuxdr 1 s -?g$i 

SftTCV^'fl^ t < itmW&V 1 ~4{|l|(Dg^J^T-, 1 - 2 i)«|tlJjl 
-?*5j;t//*^«l~2#l«^ J F$r^Wi-?) 3-1 Ol«t) 

15 (vi)SH, 

(vii)S(0) n R 7 nfiBtilBil^ U R 7 fi 

(i) C 

(ii) l~5iil(DR ls Ta^$^TV^^^L< tt»©C3~l 0© 
20 (iii) l~5^(Z)R 18 T-g^^$^^-rV^a/i^'bL<^•iiEg^©l~4{|il^ 

(iv) 1 ~5jg|<AR 18 T;-ft&£tlTl^^ib L< ItmMI&VC 3~1 0 

/Sfcttl~2fl©;§tStJfc* 3~1 0&<E>HiSlfcL< 
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i 

(viii) COR\ 

(ix) COOR 6 N 

(x) CONR 4 R 5 , 

5 (xi)NR 8 COR 6a (Scf" > R 6 »te 
(i) 

(ii) C 1 ~ 1 0 

(iii) C 2~ 1 0 7Vl^-/K 

(iv) C 2-1 0 7/^-;K 

10 (v) /r>JfCT- x CF 3 , OCF 3 , i/7y, ~hP, N R 9 R 1 °, O 

R !, \ =N-OR , \ SH V S(0) n R ] V COR J \ COOR ! \ 
^it;CONR 9 R I0 ^biim5ll ~2{@T-g$&£;ftTV^C 1 ~ 

(xii)NR 8 cooR 6 m*. R^mmtmzw-M^m^L, r 8 ^ 

(ii) C l~8 7;^/K 

(iii) C 2~8 7y^-;K 

(iv) C 2~8 7V1^~/K 

(v) l~5f@(7)R 18 -Cfim^tLTl^5^ 1 bL<ft45g^ (D c3~l 0© 

20 L < fi-^^H^, 

(vi) 1 ~5fi©R 18 -egm$*lTV^/^ L< nmW$:(D l~4{@c£ 
^ff^ 1 ~ 2{@<»Sf jifr^o fete 1 ~ 2 

(vii) ^P^VM-^, CF 3 , OCF3, vTA NR 9 R'°, O 
25 R 1 \ =N-OR'\ SH, S(0) n R 12 , COR 11 , COOR r \ 

C ON R 9 R 5 °, 1 ~ 5 m<DR 1 8 X*mWl£ L < f2$tg$© 
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!. 

$ h-ft^'i &hL< nmm.^(D i ~ 4 mo&mm*. i ~ 2 ra^gafcn 

5 4 7M/^S^t. ) s 

(xiii) NR 8 CONR"R'\ 

1 

(xiv) 1 ^-5f@(DR 15 -e^^$nTV^5^^ t< ttif^©C 3~ 1 5 <D& 

(xv) i ~ 5m<DR ■ i6 x-w&zti>x^z>frh u< &mm&<D i-4m<onm^ 

R lla «(i)7K*^> (ii)Cl~47^ 3cfcte(iii)C5~6<D0«?fSl 

*fc{i 1 - 2M(Dmmw^, 1 ^os$m^*3 i0/^fc« 1 momMm* 

15 R 14 fi(a)^n^>J^T- N (b)CF 2N (c)OCF 3 , (d)V7/, (e)^fn, 
(0NR 4 R\ (g)OR\ (h)=N-OR\ (j)SH, (k)S(0) n R\ (1) C 
OR 6 , (m)COOR 6 , (n)CONR 4 R 6 , (o)NR 8 COR\ (p) N R 8 C O 
OR 6 , (q)NR 8 CONR 4 R% (r) 1 ~ 5 {IH <£> R 1 ^'BJlil^tl/Tl^/^t) L 
<liitiOC3~l SO^i-bKttZS^S, *fctt(s) 1~51@<E> 

20 R 15 T-tt^$^TV^5^^t<^l^^Im(7)l~4{i(D^J!g• : f-, l~2l®(D 

I^^*5iU $ /*fc^i~2j@C)iit^MT-^-a^'i-5 3~i 5m<DMm~h 

R 15 ft(a)Cl~8 TVI^/K (b) C 2 ~ 8 7/Wr=/K (c) C 2 ~ 8 7/!^ 
(d)Cl~4 7/V3^> (Cl-4) TVl^/K (e)AD^y|^ x (f) 
25 CF 3 s (g)OCF 3 , (h)v/77, (j)-fo, (k) N R 4 R 5 N (l)OR\ (m) 
SH, (n)S(0) n R\ (o)COR\ (p)COOR\ (q)CONR 4 R 5 s (r) 
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NR 8 COR\ (s)NR 8 COOR\ (t)NR 8 CONR 4 R 5 , (u)l~5fl<D. 
R 20 Tff&£*vTV^fr>t> L<\$mm®:<DC 3~1 OO^ltKliCljt. 
m.mn. (v) l~5{i(DR 20 T•fim$i^TV^^^^U<«^iS^©l~4ji© 

^at®^ i -2m<ommw^a^/^fL\t 1 ~ 2{@«^^^-a^-r 

5 5 3-1 OM^SSt) L< fi~gi5^fit^ (w)/>n^VJ§H\ CF 3 , O'C 
F 3 . *>7A ~bn x NR 4 R'\ OR 5 , =N-OR\ S FF S(0) n R\ 
COR 5 , COOR\ CONR 4 R\ NR 8 COR\ NR 8 COOR\ NR 
s CONR 4 R 5 , l~5fiOR 20 Ttt^$nTV^^^L<(i^g^oc3 

~i o(D^mhL<\t-^^mm, &im~5{s<DR 2o T-g&$ti/-c^ 

10 5ML<ttig^©l ~4fi©£*0^ i~2ffi®&*jwc^*5 fi- 
fe it i ~ 2 ^-a^-to 3 ~ i o M<o$m hL< \z-m$Mmm 

R 17 tt(a)^n^VJF.- : f-, (b)CF 3 , (c) OCF 3 , (d)i/7A (e)-FD, 
(f) N R 9 R 1 °, (g)OR n \ (h) = N-OR 1 \ (j)SH N (k)S(0) n R 12 , 
15 (l)COR'\ (m)COOR ] \ (n)CONR 9 R'\ (o)NR 8 COR J \ (p) 
NR 8 COOR 1 \ (q)NR 8 CONR 9 R ] \ (r) ] ~ 5 B<DR 1 8 B -effi&£ft 
Tl^a>k L< ItmmWiOOC 3~1 5<D^^ L< (+-^5^*31, £fete 
(s) 1 ~5{m<Z)R 18a T-gt&£tlTl^;^ t< 1 ~4»«JF. 

1~2 {@<Z)Sim^^ J; UV^fcte 1 ~ 2 {SO^If^^^^r-r 5 3 ~ 

20 i 5m<o^.m^ t< iizMil^ibL, 

R 18 li(a)Cl~47/V^K (b)C2~47H^;K (c)C2~4Ty^ 
(d)/>n^>J|^ (e)CF 3 , (f)OCF 3N (g)->TA (h)-hP, (j) 
SH, (k)S(0) n R 3 \ (1)NR 9 R 10 , (ra)OR'\ WCOR 1 ', (o)CO 
OR 1 \ (p)CONR s R'\ (q)C5~6©^ (r) 1 ~ 2 B^mm^, 
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R 18a [i(a)Cl~4 7/^/K (b)C2~4 7/^-/K (c)C2~4 7^' 
*=.JK (d)^P^>J!T-> (e)CF 3 , (f)OCF 3 , (g)V7V, (h)~bP s 
5 (j)SH, (k)S(0) n R 12 , (1)NR 9 R ]( \ (m)OR n \ (n)COR 11 , (6) 
COOR 11 , £fcte(p) CONR 9 R 30 £«£5U 

R 19 fiC 1 -47/^/K Cl~47^3^ry, ^n^Vjgl^ CF 3 , O 
CF 3 , ^>7A ^fo, T^y, NH (Cl~4 7/^) , *fc«N (C 
l~4 7/^) 2 £^;bU 

10 R 3 fl(i) l~5{S(DR 16 K£oTfi#l$^TV^C5~l O0|fH<' 

I^^fcil^/^fctt] ~2{s<«|tJf(^£^fr1-5 5~i omV&mh 

15 R 16 Ji, 

(a) Cl-8 7/^/K 

(b) C2~8 7/^/K 

(c) C 2~8TA-^-/K 

20 (e)CF 3s 
(f)OCF 3N 

(h)- hn N 
(j) N R 9 R 1 0 N 
25 (k)OR ] \ 
(1) S H N 
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(m)S(0) n RM UttiU. 7 o •) x 

i 

(n) COR 1 ** ■ ' " 
(o) COOR ^s 

(p)CONR 9 R 10 s '' 
5 (q)NR ? COR l \ 
(r) N R 8 COOR'\ 
(s)NR 8 ,CQNR 9 R 10 N 

(t) c 3 ~ i "o (D^mh u< 

( u ) i~4m<oumm*. i-2m(Dmm^^.ixi/^tcm^2B(o^n 

(vJ^o^JDR-?-, CF 3 , OCF 3 , <>7A = hn, NR 9 R 10 S OR", 
= N-OR J \ SH N S(0) n R 12 , COR 11 , COOR 11 , CONR 9 R ] 
\ NR 8 COR' \ NR'COOR 11 , NR 8 CONR 9 R ] \ C3~10© 

-^^^^b^tfnSS 1 ~ 2 m-M^^*LTV^5 C 1~4 7^« 
fcfcU (1) X^J:t>W^iI^ Y&iU'Z^SffW 1 , U^CR\ 

^oR ] ^oR 6 ^sbt^, r 3 & 1 fio^ a ^>-eg*& $ 7 ^ -/K 

tK^ ba-e«m$tlfc7^^^!«fe^T\ (2) X, Y£«fclFZ^SiJir 

25 

2. X^SfJ^ Y^^*^Tfoi9, \J&£X$ZtfmmW.*'£tztem 
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I. 

i, i 

4. Z, U&JzlAV^SfJjfHK Y)&sk*jJK^Tfc5ffl#©f£ia2fc 

6. (,i ) * % 5£ 




15 T^$jxS»*SC4~6^5!lSllTfcSS»*OfiSffll»ClB«t©^Jfc N -toil 
7. -IK (I) «f>, 5£ 




20 VTjkZizzmmmm*. mmm^ittmnm^ : t^i< t him^-r 



8. R 1 ^ 
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(i) 1 ~ 5 B(D R 1 4 Tftlfc $ tlTV ^ 5 ti* L < fcMW&V) C 1 ~ 8 , 

i 

(ii) 1 ~5{@©R 14 TM^£*lTV^;6>t> t< &?lfi&<£>C 2~8 7;^^ 

(iii) 1 ~5f@<£R 14 T-B^£;ft/ri^;5^ L< iiMoC 2-8 T)V*~ 

i 

5 A\ 

(iv) NR 4 R\ 

(v) OR\ 

(vi) 1 ~5ji<7)R 15 TM$t£ixTV^/^*o L< te^fiJ&cDC 3 — 1 5 (D^M 
] 0 (vii) 1 - 5 ; M(0 R 1 5 $ HX l^^tK l*$&fi&£> 3 - 4 fUl (D^^Jg 

1 5M^¥^t>U<^-^^I^ (Iif, R 14 *3<tt;R 15 ^!f*^iai ' 



20 -^rtt^OTkfPfeo 

1 0. -JttsS (I - i ) 



15 



9. 



( i ) -e^$tv5-(b^^ ( i - i ) 
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5 11. ( ] - i ) *K sfc 




10 

12. R'^NR^ 5 ^?), ^o(a)R 4 ^(i)7K^^-Cfci3s R 5 ^(ii) 
l~5f|ll©R 17 -re^£*l/t^5/^ibL< ttflil&OC 1-1 5 
(iii) l~5{|§OR 17 -C«ift$HrV>S^<) L< te$tffi&©C 2-1 '5 7/^ 
(iv) 1 ~5{H^R 17 T-®^$ixTV^^^ t< fi^S^C 2-15 
15 (v) 1 ~5ffi<£R 18 T-fi$£*VCl^;^t> L< ii»©C3~ 

1 5©Mt>L< £fcfi(vi) 1 ~5f@(DR 18 -C-ffim$nT 

20 (b)R 4 ^(ii) 1 ^S^R'^ft&SftTV^fl^ t< ttili^C 1-1 
5 (iii) 1 -5jiOR 17 Tgm$tLTV^^t)L< (tilgm^C 2 

~1 5 7;^=;K (iv) l~5fmc7)R 17 T?g&$*tW5^t> L<itmM^ 
©C2~l 5 7/^=/K 47t»i(v-l)C3~6©¥SilOfia?P^ST*>?». 
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I. 

R 5 tiHn) 1 ~5,i©R 17 T'gm£nTl^/^ L< itmm&OC 1-15 
(iii) 1 ~'5'lH£)R 1 7 T*gm£2vtl^^ b< te^lg&OC 2 ~ 
1 5 7H-;K (iv)'.i ~5{i<DR 17 -egm^i^TV^5^ 1 ti U< fi^ltt^© 
C 2~1 5T/V=3r^K'(v) 1 ~ 5 |OR 1 ^g^'HTV^^ t < tt&fi 
5 3~ l-5(OM'b'L< ^H^it^^. (vi) 1 ~5i@(^R 18 -ett^^ 

*LT^5d^1> U.< tt&«Jfc© 1 ~ 4 ii<^Sf JI^ 1 ~2{i^I^M^-*3j: 

£*SR (Sf, R ,17 ^itKR ,8 m**Oi5Hl tll]C^*^Sfei- c ) -Cfc 
5 IS* WISH 9'^IB«©^^%. ^©KI^WKiW^^ixSia^/Eifl-ttLb© 
10 TkfPfec • ... ■ ■ " 

1 3. (I ) T**$tlS<b^W^ ( I — ii) 




1 4 . -ttSC ( I -ii) i*\ 5t 




20 T*$*L*»*SC4'-6^*j|T?*5lt#©<5Bll 3^|E^{^tl, ^<7) 
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1 5. -#3; (1 -ii) 




16. R'^NR 4 R 5 Vh D > (a) R 4 ^ (OTK^M^Tfc t), R 5 ^ (ii) 
l~5fiOR 17 Tfi^$^TV^^^^L<f±ilg^(DC 1~1 . 
10 (iii) l~5f@(^R 17 TrSm^^TV^^^L< {i«ig^(DC 2-1 5 7^ 
=VK (iv) l~5f@^R 17 T«|&£;h,T^3^L<te$tgi&<2C 2-15 
(v) 3 ~5f|l]<DR 18 TM^£tiTl^^t> L< fi^|I^©C 3- 

i 5©*ait>L<iiz:ai^K*ai N *fctt(vi) i~5f0(£R 18 -egj&£;riT 

(b)R 4 ^(ii) 1 ~5{IIOR ''Tff&StlTV^fl^ t< ttlfH©C 1-1 
5 7A"*/K (iii) 1~ 5BOR 17 TW.&£frlX^Z>frkL<temW%L<DC 2 
-1 5 7/^=;K (iv) 1 ~5{!OR 17 TB$£*lTV^^<b t< ttSSfltfl 

20 ©C2~15 7M^/K */ttt(v-l)C3~6©^U©«SjftI^3[8ai"e4)!Js 
R 5 ^(ii) l-5{|i|OR 17 ^ffiJ&$;ftW5^L<fi&g&cDC 1-15 
7/l^/K (iii) l-5^@OR 17 TMm§tl•rV^^^^t<{i^^®^(Z)C2- 
1 (iv) l-5»R 17 -Cg$l£*l/tV^fr>t) L< f£4ffigj&0 

C 2-1 5 7Vl"¥=;K (v) l-5{®<£R 18 T-g$£tlTl^^t>L< lilt 

25 |^©C 3 ~ 1 5 ©^ife l< ftZTOil, (vi) l-5j@(7)R 18 -Cgm$ 
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5 : 

1 7 : 

(1) 8- (3— OJsl-T^y) - 3 - (2-^^;L--4-^ 

KV7i-;V) -6, 7-^tKD-5H-V^D^ [d] 
[1, 5-a] t°U$v>^ 
10 (2) 8- (N-^/U-N-n-^fvUT -2-p« h^v^^^-3 

- (2 -}J-)V— 4 b^r->^in 7V) -6, 7 -i>t Ko - 5H 
[d] t°7y'n [l, 5- a] 

(3) 8 -. (N-yo tVl— N- (2-t Kn^ri/if/l/) T$S) -2-^ 
^vU-3- (2-^^-/U-4-^ Y$r^7 ol=-)V) - 6 ,. 7 - i?t Kn - 5 

15 H-->^u-0^ [d] b'r/o [1, 5- a] tfy^v^, 

(4) 9- (3-^f^7 5y) -2->^;V-3- (2-^^/V-4-^ 

-5, 6, 7, S-rFnKD-t'yy'D [3, 2-b] 

(5) 8- [ (2S) -l, l-v^ Y^"yy^y-2-4 >v] ] r^/-2 
20 -p*^vV-3- (2-7<^;V-4-7 i f^fV7i^V) -6, 

-5H-^p^ [d] fyy'P [1, 5-a] b?JJ*S^ % 

(6) 8- (1, 3-v^ Y**s-?n/*\s- 2-4)V) 7 y '- 2- fif-fr- 
3- (2-^ -6, 7-^kKn-5H-> 
^a^V^ [ d ] f^n [l, 5-a] trij'i^ 

25 (7) 8-bf* J- 2-^fvW- 3- (2-^f- 

/U-4-^ Kv7j^) -6, 7-v^t Kn-5H-^n^ [d] 
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h'yy'u [l, '.5 -a] t°y 5v?y, 

(8) 8- (^'-^yW^y) -2-^>/U-3- (2, 4-^on7 
-'.6, 7-^tKn-5H-^D^^ [d] t'yy'v [l, 5 
-a] k°y 

5 (9) 8 - v^^vt-T ^ 7 - 2 ?vW- 3 - ( 2 ?vV- 4 - / V 

t 

ol^;v) -6, 7-^tKn-5H-y^P^ [d] \fyv'xi [l, 5 
-a] f'JJ , 

(10) 8- (N-^f;l/-N-n-^W^) - 2-p<^V-3- (2, 
4-^op7x^) -6, T-^tKo-SH-^P^ [d] t c 

io 7^'p [i, 5 - a] t°y 5: 

(11) 8 -Sty? pt'd y - 2 ^**5-)V- 3 - (2-^^V- 

4- ^^>7i^V) -6, 7-7tKo-5H-^n^ [d] t c 

[1,.,5-a] t'H^ 

(12) 8- -2-^ h^i/>^-3- (2-^f7U 
15 -4-> Ky7x-^) -6, 7-ytFn-5H-y^D^ [d] 

t c r/p [1, 5 -a] t°U 

(13) 8- (3-^f;>7^7) -2-p«7VU-3- (1, 3 - vo^l^ 

-6, 7-^tKP-5H-y^P^y* [d] t c yy* 
p [1, 5- a] k°y 
20 (14) 8- (3— <y^-J^T^y) (3, 

7oi~/W) -6, 7-^tKP-5H-y^P^ [d] \?7V*u [l, 

5 - a] try 5 v>>\ 

(15) 8- (3-^yW^7) -2-i/^n^yU-3- (2-^/1— 
4-^h*V7x=/l') -6, 7-v?tFP-5H-y^P^ [d] k c 

25 [1, 5- a] try 

(16) 8- 3- {2-/^/^-4-/ 
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y*i/7^~jV) -6, 7-^kKo-5H-^nXy^ [d] t c r/n 
[ 1 , 5 - a] t°'J ^v?>\ 

(17) 8- {3-^<yf-^7\ J) -2-^fy/nt>-3- 

4-^ f^f^7j-;i/) -6, 7-^tK0-5H-'^o^ [d] tf 
5 7 y* d C 1 , 5 - a ] h° y 5 

(18) 8- U-^^VK/fVl'Z^y) - 3 - (2-7<f-/l--4 
hdrV7ain/U) -6, 7-^tKn-5H-^D^ [d] ¥7 

y f o [1, 5 -a] t*y 

(19) 8- (3-^W$y) -2 -t^-fl'f-Xt'f-jV- 3- (2-^ 
10 KV7i^) - 6, 7-v/kKP-5H-^n^ [d], 

t7/n [1, 5 -a] fc e y$v^ 

(20) 8- (3-^yf-/UT ^ y) -2-^^-3- (2, 4-v^^:7 
^-^) -6, 7-^tFn-5H-^n^ [d] t^^/n [1, 5 
-a] t°y ^v^, 

15 (21) 8- (3-^^fvkT^ /) -2-^^-3- (2, 5-i>^^7 
-6, 7-i^t Kn-5H->^P^y^ [d] t°7^n' [l, 5 

- a] t°y 

(22) 8 - d 7* W 5 7-2-^ f 3 - (2-^/^-4 -7* 
V7^-jV) -6, 7-i/tKo-5H-^o^ [d] t°7/n [l, 

20 5 - a] k°y 

(23) 8- (N - xf N - n 7Y^7 ^ 7 ) -2-^/1—3- (2 
-y^-jV-A -} h$->7*-M -6, 7-^kKD-5H-^n^> 
* [d] f^/p [1, 5-a] t°y^v>^ N 

(24) 8- (yn/^-i, 3-vo3— 7W 2-^/W) 7 5; / - 2 - 7< fvV- 
25 3 - ( 2 -^7V-4-7< h^->7i=;V) -6, 7 -i?t Kn - 5 H- is 

7x1^$ [d] t°7>/p [1, 5-a] t°y$i>^, 
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(25) 8- (S-^y^JUT^J) - 2- {2 -7 9 As) ~3- {2-*^)V 
-4 \*5rV7aL~)V) -6, Kp-SH-^^o^^ [d] 
k'^/n [1, 5- a] M'V ^ v^> 

(26) 8- (3— 'O'^vVTS/O -2-7^^-3- (2-^f-/V-4- 
5 f^y7 rc^AO -6, 7-i?kKn-5H-^n^ [d] t 0 7V 

p [1, 5 -a] t°y 

(27) 8- (2-^W$yxf^) 75y-2-^^-3- (2-p< 

K^7i^)-6, 7-v>fc Ko-5H-^o^[d] 
[l, 5- a] t°y ^y>, 
10 (28) 8- (N-^^VV-N- 75/)'-2- J 
(2 b^fv'7 3i=/l') -6, Ko- 

5H-^u^ [d] t'7 N /n [i, 5- a] try 

(29) 8- (N-3LfvP-N- (2-^^^T^y^^) T^/) - 2 - 
tJ-fr- 3- (2 -*?-?V- 4 h*i/7 ol-JV) -6, 7-v ? tKn- 

15 5H-y^n^ [d] t'yy'n [l, 5- a] t^'r^ 

(30) 8- (4 ~^;/5vW7 ^ 7) -2-^5v^-3- (2-^^-4-^ 
h^fy7i-/k) -6, 7-i/tKo-5H-^P^ [d] fyy'n 
[1, 5 -a] tfJJ 

(31) 8- (2-^75^) -2-^/1—3- (2-^^-4-^ h 
20 ^y7x^V) -6, 7-i/tFD-5H-^o^ [d] t^/o [l, 

5- a] t°y 

(32) 8- (N-^o^/V-N-^n^PWW^) -2-^^ 
-3- (2-^^;^-4-7< b^ri/7^-/^) -6, 7-v ? tKn-5H~ 
i/fiv<># [d] t°7/o [1, 5 -a] t-y^v 5 ^ 

25 (33) 8- (3 -^O-^A-T^y) -3- ( 2 f-jV- 4 f ;r- 
A) -6, 7-ytKn-5H-y^n^^ [d] [l, 5 -a] 
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I 

t 

(34) 8 - M'2R)'-1-^ h*i/Zf?>-2-<<(W 75 7-2-7^ 

- 3 - (2-/f Tv-A -7 Y*^7^=^;V) -6, 7-i/t Kd-5H- 
*y$u^y$ [d].t'7y'n [1, 5- a] t°V 

5 (35) 8- [.(2'S) -1-7 Y^r'yy^V- 2-^ ;V] 7^/-2-^f;V 
-3- (2-7>yv-4 -7 h^^7x^), -6, 7-v?kKn-5H- 
S/*n^# [d] t'yy'D [1, 5 -a] Vy^v : >\ 

(36) 8 - ^ n^yf ;l/7 5 7 - 2 - ^f 3 - .( 2 - ^ f^- 4 -7 h 
^y7x^/V) —.6, 7-v>t Ko-5H-^n^ [d] M c yV'u [l, 

10 5- a] t°U 

(37) 8 - (3 ~-<y^-jVT 5 7 ) -2-7^-3- (2, 

7^^/l/) -6, 7-^kKo-5H-^n^ [d] k'^'n [1, 

5 -a] t c y V^>s 

(38) 8- (3-^yW5y) -2- r JJ ^Aofrn^^vU-S- (2-7 
15 fv^-4-7 f^:/7x^)-6, 7-v f t Ko-5H-^o^[d] 

k'r/n [l, 5- a] t c y 5 i?y N 

(39) 8- (N-.xfVU-N- ( 2 - 7 h ^i^fvl/j 757) -2-^f-/^ 
-3- (2-^f;U-4-^ h^-y7x^;v) -6, 7-ykF'D-5H- 
v-^n-<^^ [d] t'^'o [1, 5 -a] t 0 ^^, 

20 (40) 8-^70^^757-2-^^-3 - (2-^f/U-4-/ r 
$r*S7 3c~tV) -6, 7-v^t Kn-5H-77n^7 [d] t°7^D [1, 
5 -a] k°y 5^>\ 

(41) 8- (N-T/p tV^-N- (3-^^^/V) 7 5 7) -2-7?vW-3 

- (2-7^-4-7 h^v'^-zP) -6, 7-v i kKp-5H-^ 
25 [d] fc^/n [1, 5- a] t°y5v»\ 

(42) 8- (3-^7W5y) - 2-7fW- 3- (4-^f^77i- 
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M —6, 7 J .^k.KD-5H-^n^'[d] t'^'n [l, 5- a] 

(43) 8 - '•(S-^fvl'T^/) -2->f (4-^ h^v 
7^-/1^) -6, •7-v ! tKD-5H-^^n^^ [dj t'^y'n [1, 

1 

(44) 8 - t --ff-AsT % J - 2 - *1-J\>- 3- (2-^^-4-^ f^v' 

1 

7nL~A-) -6, 7-v/tFn-5H-^D^ [d] MyVn [1, 

5 - a] try 

t 

(45) 8- (3—<yW$y) -3- (2, 4, 6 - h y ^ fvH7 = ^/W) 
10 -6, 7^^t'KD-5H-^o^-[d'] t°7y*u [l, 5-a] t* 

J -s ✓ ✓ i 

(46) 8 - ( 1 - a Zf=?/V^=?-;V) 757-2-^ fvu- 3 - ( 2 - p< ^ 
/U _ 4 _^ |>»-7 x -,i / ) -6, 7-v^t Kn-5H-^D^ [dj 
t'yy'n [i, 5-a] t°y v^y, 

15 (47) 8- (3 — <>f-/VT^y) -2-^^-3- (2, 3-v^^V>- 
4 b^-isy^—fr) -6, 7-i?tKP-5H-^0^ [d] t e 
7 N /o [ 1 , 5-a] t°y * 

(48) 8- (3-^f;U7 5y) -2-^^-3- (2, 

4 _^ hdf-V7i=/V) -6, 7-i?kK0-5H-^o^ [d] t c 
20 7/n [i, 5-a] kl;^ 

(49) 8- (N- (2, 2, 2-h!j7/Vi-Dxf^) -N - is? a 7°n 
^W^;) - 3 - (2-^fvL— 4-p< h^^s^) 
-6, 7-i?tKD-5H-i/^n^ [d] t°7>/p [l, 5-a] t c 

y 

25 (50) 8 - (2, 2, 2- >y 75/-2-^f;l/-3 - (2 

f^7x=/>) -6, 7-^tKn-5H-^P^ 
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* [d] f? s /n [l, 5- a] t'U^C/^ 

(51) 8- (3-^>f;W7$y) -3- (2, 6-v^fvW-4 -7? h^f 
Vsl-iV) -6, 7-i?kKo-5H-^o^ [d] t'^/o [l,. 
5-a] t c y *S^ N 
5 (52) 8 - ( 3 — <^?V7 ^J) - 3- (4, 6 - 5vV- 2 h 
y*.=.;V) -6, 7-^fcKn-5H-^o^^ [d] t c ?y*P [1, 

5-a] try 

(53) 8- (3— OJ-^T^y) (2, 6-v^^vU- 
4-^^7x=/I/) -6, 7-yt Kp-5H-^p^^ [d] t c 

10 r/n [1, 5-a] t°y 

(54) 8- (3-<yf/W7^y) - 2-J>=3-)V- 3 - (2, 
4-n^y7i^) -6, 7-v^t Ko-5H-^p^^ [d] t c ' 
7/o [1, 5-a] t°y 5$?^ 

(55) 8- (3-^^-/U^V^>- 3 — (/V) 7$y-2-^^--3-'.(.2 
15 h^r^x^V) -6, 7 - v? k Kn - 5 H - Vy n-<> 

* [d] t7y*D [1, 5-a] t°!j 

(56) 8- (3-^>W^y) -2-^^/1—3- (5-^no-l, 3 
-*J*%-fr'Oy>-6-'(;l') -6, 7-i/tKP-5H-^P^ 

[d] k°7 N /o [i, 5-a] t'V$i?>\ 
20 (57) 8 - (N-if;I/-N-^/V75;) -2-^f/W-3- (2-^ 
^-4-^ hdF-i/7 3t=./U) -6,7 -v>t Kn-5H-i/^ p^>^ [d] 

t^y'p [l, 5-a] t c y 

(58) 8- (3-^yW^/) -2-^^-3- (2-^an-4-f 
y 7^JP^ h^v-^oi^/U) -6,7 -v?k Ko-5H-^ [d] 

25 tf^n [i, 5-a] t'Dv^y, 

(59) 8- (3-^V5vVT5;/) -2-^^-3- (2 n P-4 
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I, 

K^7i^-6, 7- ! ^bKD-5H-^n^y^ [d] t°?V*u 

(60) 8 — ON —fZl/ifjV— N — 757) 

_ (2-/'?yU-4-* Ki/7x^) ^6, 7-i^fcKo-5H 
5 ti^iy^ [d] t°7 N /n [l, 5- a]' k°y 5 

(61) 8- -2-7^-3- (2-n^>-4, 
5 -*J**f-;V7x.=.jV) -6, 7-^kKo-5H-^D^ [d] t c 
7Vu [1, 5 -a] t°U $v>y, 

(62) 8-7x^V7^y-2-^f^-3 - f2-^f/U-4-^ f#->7 
10 a^/vO -6,"'7-i?kKo-6H-W^ [d] t°yy*n [l, 5 

-a] t c ,y 5v=>\ 

(63) 8- (2-^f"/U7*=/V) 7^-2-^f/k-3 - (2-^A— 
4-^ b^7x^) -6, 7-ytKo-5H->^D^^ [d] fc" 

[l, 5 -a] t 0 ]j 5^ 
15 (64) 8 - (3-^ Wx^V) 7;y-2-^f^-3 - 

4-^Jry7x^) -6, Ko-5H-^P^ [d] t° 

r/o [i, 5 -a] try 

(65) 8- (4-7^7^-yl^) 7^y-2-^f;V-3- (2-**f-jV- 
4-> f^y7x^) -6, 7-y'kKn-5H-y^n^ [d] t° 

20 7^n [l, 5-a] t'Ur^ 

(66) 8- (N-7z5^-N-7*nW5;) -2-^^vu-3- (2- 
^f^-4-^f^fy7x^) -6, 7-t?kKn-5H-^o^ 

[d] k*7/p [i, 5-a] try 

(67) 8- (N-^^v^/U-N-^P tVl^T? 7) - 2-/f-jU- 3 - (2- 
25 ^f^-4-^f^y7j^V) -6, Ko-5H-^o^ 

[d] t°7y*n [l, 5-a] t°y$i?> N 
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(68) 8- (N, N-^7!);^7^) -2-^^-3- (2-^^-4, 
K^i-yV) -6, 7-^kKD-5H-^P^ [d] \fy 

y*p [i , 5 - a] try ^ i» N 

(69) 8- (3-^fvW5>0 -2-^^-3- ( 2 -y?Vl— 4 -v? 
5 ^f/V7^7x^) -6, 7 - v>k Kn - 5 H- v-^ n^>-^ . [d] t c 

r/n [l, 5 -a] t°y $ i» s 

(70) 8- (l-^^-zUT'ntV^T^/) -2-/^-3- (2-^^vl- 
- 4 F^fi/7x-^) -6, 7-^tKn-5H-i/^P^ [d] 

t'7y f o [i, 5 -a] t c y ? v^, 

10 (71) 8- (N — (2-7x^xf^) _ N _-/ D t <, PT ^ y) _ 2 -y^ 

^-3- (2 4 -6, 7-i^tKP-5H 
-i/fu^? [d] t e 7V'P [1, 5- a] t°U^v^ 

(72) 8- (N— (3 -7x^7*p tVl^) — N — ;/ p fcVl^X 5 J ) -2-^ 

(2-^^-4-p< h^->7 3in/W) -6, 7-i?tKo^5 
15 H-->^p-<^^ [d] ^yy'u [l, 5- a] t'Dv^ 

(73) 8- (N- (4-7x-/f7 i f/l') -N -/o tVl^T 5 / ) -2-^^ 
A— 3- (2-^f;u-4-^h^7 3:=;>) -6, 7-i?kKn-5H 
-i/fv^f [d] [l, 

(74) 8- (1 -7*—^- 2-7^/^) T^y-2-^^/V-3- (2-/- 
20 fvl^-4-/. h^i/y^^yU) - 6, 7-i/fc Kn-5H-^n^[d] 

t 0 77'p [i, 5-a] try 

(75) 8- (1 - 7i=^-3-' T^y- 2-^^-3- (2- 
^^•yU-4-y h^rv'7^-;v-) -6, 7-7tKo-5H-^n^ 

[d] t°^yn [l, 5-a] fyi-v^ 
25 (76) 8 - (N- (4-*?->V7^~)V) -N-7n \fjVT 5 J ) - 2 

71—3- (2 -y^-4-y h^r->7^^7i^) -6, 7-7tFn-5H 



396 



WO 02/053565 



PCT/JP01/11581 



i 



[d] fyy'n [1, 5 -a] M'V^iyy, 
ill) 8- (N- (4-^f;U7i^) T^f-^-N-^o t°/V7^/) -2 

- 7-^-3- ( 2 -y< 4 -/> h^rv^^/l/) -6, 
-5H-^n^'[dj t'r/n [l, 5-a] t'y^v^ , 

5 (78) S- (N- (3- *=f-;V7 ol^;V) -N-7/'d tVl^T ^ / ) - 2-/f- 
fr- 3 - (2-^^-4 -yt h^rv^^-A) -6, 7-v ? fcKD-5H 
-i/^D-<>^ [d] t c 7y'n [1, 5-a] t'!J 

(79) 8- (N— (4-^ F^y7x^) y f^-N-7"n tVWT ^ 7 ) - 
2-^^;V-3- (2 - ^f/U-ij -y< h^rv^^/V) -6, 

10 d-5H-^d^ [d] t'^/n [1, 5-a] t'JJ^v?^, 

(80) 8- (N — (4-^dd7i-^) t^A-N-i/p tVKT^ 7) -2 
-T-fvi—3- (2-^f^-4-/ h^y7x^;i/) -6, 7 — t K ^ 

i 

-5H-y^D^ [d] t"7^n [l, 5-a] t°y 

(81) 8 — (N — (2-y<^7^-A) -N-7°D hV^T ^ y) -2-^V 
15 (2-^^-4-^ b^v'7i^) -6, 7-v>tRP-5H 

-y^^ [d] t'r/o [l, 5-a] t'H^X 

(82) 8- (3— <^^TK/) -2-7^-3- 

v?>- 5 — ijv) -6, 7-7tKD-5H-y^D^y 
$> [d] t^y'n [l, 5-a] t'JJSS^ 
20 (83) 8 - ( ( 2 S) - 1 -y 3 2 -^n tVP) 7 5 7 

-2-^^-3- (2-7^-4-7 h^v^^/l/j -6, 7 -$?fc 
Kd-5H-^d^ [d] t'yy'n [1, 5-a] 

(84) 8- (N- (4 -^W^"7x= /U) ^f;l/-N-7DW5/) 

- 3 - (2-^f^-4-^ fdry7x^) -6, 7-^fc 
25 Kn-5H-V^n^ [d] fy^/n [1, 5-a] t°!) 

(85) 8- (N, N-i^f-A-T^/) - 2 - f A- 3 - (2-y^/W-4 
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!. 

h^7if^) -6, 7"i/tKo-5H-^D^ [d] t c ? 

(86) S- ^-/'^JV-^-y'i-jVT ^ /) -2-* s f-?V-Z- 12-/? 

h^i/7x=/>) -6, 7-i?kKP-5H-^n^ [d] 
5 ^7^tf [1., 5-a] t'Dr^y, 

(87) '8- (N- {4- ~z^/V) / fvl/'-N -zf^jVT 5 J ) -2- 
^^-3- (2-^f^-4-^ f^rV7i^) -6, 7-^kKu- 
5H->^d^ [d] k^y'o [1, 5-a] fcTi)$S» % , . ' 

(88) 8- (N— Tf^A—N- (2-;* h^ri/^f/V) 

' ' i.' 

10 757) (2-7^^-4 h^7i= M -6, 

7-7tfn-5H-y^P^ [d] tr^j/o [l, 5-a] fc c J) 5 i> 

(89) 8 - (N-7;n7n fcVW-N- (4 -^f^7i=;V) J* fvKT 5 / ) 
-2-^^-3- (2-7^/V-4-7 F^^i^) -6, 

15 Kp- 5H-ix^ p^i^ [d] t'7y'P [1, 5-a] h'!J v7y, 

(90) 8- (N-->^ u-fn t°;M5vl— N- (4 - **j-)Vy *<?;V 
7^) -2->f;V-3- (2-^f/H4-n^77i^) -6, 
7-^kKo-5H-7^n^ [d] fc^/cr [ 1 , 5-a] fc° J) 5 v= 

20 (91) 8- (N, N-^bW?;) -2-^^/1—3- (2-^^- 
4-^ ^77i^) -6, 7-i?kKn-5H-^D^ [d] t e 
7^n [1, 5-a] k°y v^, 

(92) 8- (N- (4-/3-/1/7 ^=-;V) *?yl/-N- (2-^-/U) 7 5 
/) -2-^^-3- (2-7<^-4-^ -6, 7- 

25 ^tKn-5H-^0^ [d] t'^'n [l, 5-a] k'Pr^, 

(93) 8- (N-yn fcW-N- (2-^f-^/k) 757) -2-^^-3 
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1, 

- (2 -?f- ?V— 4 h^V7i=/l<). - 6., 7-i>tFo-5H-^ 
p^>-£ ft] M'yy'v [1, 5 -a] tTJJ«^ N 

(94) 8-'{'b-/=^/^7^y) -2-^^-3- ( 2 - 3vV-<- 4 - * f 
^i/7^=;v) - 6, 7-i?tKn-5H-i/>n'^ [d] [1, 

5 5 -a]' M°V 

i 

(95) 8- (N-^D'?^-N-(4->f-/I'7i=A') 

- 2 3 - (2-^fyU-4-^ h^i/7^-/V) -6, 7-S?fc 
FD-5H-^nX^ [ d ] t^y'P [1, 5-a] fc*y*$^ 

(96) S - (N — */9 n 7*0 t°A-^ fW-N - ( 4 - ^ f/l/ft7i -/V) ^ 
10 W?7) ^2-^^V-3- (2-^f;W4-^b^>7i=/V) - 

6, 7-^kKD-5H-^n^ [d] t°^yn [l, 5-a] fc'U 

(97) 8- (N-'(4-7/^D7x^) ^f/l/-N-^P - 
2-^^-3- (2 h^^a =/U) -6, 7 — 1 K 

15 D-5H-i/^^ [d] t^y'D [1, 5-a] t°!)v^ 

(98) 8- (N-^n/f/l'-N- (4 -^^71=^) 
-2-^f-/^-3- (2-/^-4-^^771^) -6, 7-v>t 
Fn-5H-^n^y^ [d] k*7/n [l, 5-a] f'Uyy, 

(99) 8- (N-^^vV-N- (4-^Wx=^) /W-;;) -2- 
20 ^A—3- (2-7 i 9 : -^-4-7 ( h^F-i/7ai=./U) -6, 7-v J tKa- 

5H-^P^ [d] t*7 N /o [1, 5-a] t'H^y, 

(100) 8- (N-yPtf/l^-N- (4 - hV 7/k^D^f;l/7x=;I/) p< ; ^ 
/I'T^y) -2-^f-JU-3- (2-^^-4-^ b*is7^~A') -6, 
7-i?fcKts-5H-^B^ [d] \??V*u [i, 5-a] tT P 5 ^ 

25 

(101) 8- (N-7*P^-N- (7F7kKD77y-2-^^) *°f-jV 
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7-^tFn-5H-v^D^ [d] t 0 7y*P [1, 5- a] fy^v 5 

(102) 8- (N-y^-N- (2-^b^->^f-/W T^/) - 

5 71^-3- (2-^f^-4-^K->7i^) -6, T-v^tFo-SH 
-V^n-<^^ [d] t°7/o [l, 5 -a] t°D5v^ s 

(103) 8- (N-^n fcVl'-N-v'^ d^d ^7 5 /) -2-^/1^-3. 
- (2-^;l'-4->f^7i^) -6, 7 -v^t Kp- 5H-^' 
p-<>^ [d] t'^'n [1, 5 -a] t'y^v^, 

10 (104) 8- (N-^P/Wf^-N- (2-^ hdrv-^^/U) 7^ /) 
-2-^fvV-3- (2 — p< fvu- 4 — } Y^c^y -6, 7-v>fc 

Ko-5H-^D^ [d] t'r/n [1, 5- a] t'y^v^ 

(105) 8- {A-^-f^-jVT^ J) -2-^/1—3- (2-^pp-4-" 
^ firv7j=;i/) -6, 7-i?kKn-5H-^P^ [d] t'yy? 

15 p [1, 5- a] t°y 5?>\ 

(106) 8- (N-^D^n Wf/V-N- ( 2-^^/1') 7'^) - 
2-^^-3- (2-^f^-4-^^v7i^) -6, 
D-5H-y^P^^ [d] tf^/p [l, 5-a] fH^y, 

(107) 8- (N- (2-^h^r^^) — N — ( 2 - y* ?- }) JV) T^J) 
20 -2-^^-3- (2-^^-4-^ Y^r-yy ^=-)V) -6, 7-v^t 

Kn-5H-^o^y^ [d] t'^/p [1, 5-a] t°y^v^ N 

(108) 8- (2-y°^y/UT5.S) -2-^^-3- (2-^f;U-4 - 
^ Y*i/7 ol=-;V) -6, 7-ykFo-5H-^nX^ [d] fc 0 ^/ 
P [1, 5-a] h°y 

25 (109) 8 - (N-V^ P7°D tVl-^fvV-N- (4-^^/1/7^^/1-) ^ f" 

/^T$y) -2-7^/^-3- (2-^^-4-^ Y**sy -6, 
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7-i/tKP-5H-^n^ [d] t c 7y'o [1, 5 -a] h" ]) ^ v> 

(110) 8- (N-7"p tVl^-N- (4- MJ ^/U^-P^^/^^rv-^^-^) ' 
^ -2-^^-3- (2 h^v'y^-A') 

5 -6, 7-i>tFn-5H-^n^^ [d] t'yY'v [l, 5-a] t° 

(111) 8- (N- (2-^^y/V) -N-->^ p^p tV^fvKT ^ /) - 
2-^^/1^-3- (2-^dd-4-^ f^i/7x^/l/) -6, 7 — -t?t K 
p-5H-^d^ [d] t c y^/n [1, 5-a] t°!J vy>\ 

10 (112) 8- (N-/ot>-N- (3-/=f-^y^^^) ^Wv/) - 
2-^f/L- 3 - (2-^f-^-4-y f^y7x^) -6, 7-v ? fcK 
p-5H-^o^ [d] t'r/n [1, 5-a] t°'J^>\ 

(113) 8- (N-7°atW-N- (2-y Wx^/i/) tf-frT ^ /) - 
2-^^7W-3- (2->f/V-4-^ f^i-^) -6, 7-v^K 

15 P-5H-y^n^ [d] t c y>/n [l, 5-a] t°y^i» s 

(114) 8- (3-^^7 5;) -2-^^-3- (2-ypp-4- 
xfif->7x-/V) -6, 7-i/tKn-5H-^o^ [d] t c yy* 
n [1, 5-a] t°D 

(115) 8- (N-yf^-N-^^r^T^y) - 2 -^fvU- 3 - (2- 
20 yf^-4-^^>7x^) -6, 7-7kKn-5H-i/yP^yy 

[d] t°y^/n [1, 5-a] t°})*i?y, 

(116) 8- (N-^^-N- (3-^^^) T^/) -2-yf/W3 

- (2-^^-4-^f^>7x^) -6, Kn-5H-^ 
n-O* [d] M'yVu [l, 5-a] fy^v^ 

25 (117) 8- (N-y^/V-N- (4-^7°^) 7^/) - 2-yf^-3 

- (2-yf/U-4-^ h^fy7x^l/) -6, 7 -5?fc Ko- 5H-^ 
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!, 

v^y$ [dJ-V-^/p [1, 5 - a] t°y $ v>>\ 

(118) 8—<*iN-i/? : d^-N-/o V) -2-y?vW-3- 
(2-yfyy-4-y Wv^^/l/) -6, 7-^kKn-5,H-^o 
[d] fc°7;/D'[l, 5- a] t°y5v>>, 
5 (119) 8- (KV^y^-N- (2-v?y fv^T^ y^/U) T^y) 
-2 1 yf/U-3- (2 -y ^vU- 4 -.y ^f>7i^) -6, 7-v>t 
KD-5,H-;>^n^^ [d] t°7^o ['l , 5- a] t°y^v>> N 2 

(120) 8 - "(N-Vp fcVU-N- (4-7/l/tP7i^) ^W5 7) 
- 2 - ^ f ^- 3 - (2-7DD-4-^h^r;>7s -6, 7-v>t 

10 Kn-5H-V.^t3-<>-^ [d] k c 7yo [r, 5- a] fy^v^, 

(121) 8 T : (N-v^ P7°n tVL-y 5vV-N- (4-7;^d7x^V) y 
f-^T^J) - 2-^=f)V- 3 - (2-^DD-4-n^77i^) - 
6, 7-^kKP-5H-^P^7^ [d] t°?y*P [1, 5-a] try 

15 (122) 8- (3 -^>-9vW7^ 7) - 2 - y ^-/U- 3 - (3-^pd-5- 
h y y;viru^ i>>- 2 -- OlO -6, 7 -v>t Ko - 5H- 

p-^^. [d] f^/o [1, 5-a] t'y^v 5 ^ 2 

(123) 8- (N-:/"?v^- N-^o t°/VT 5 y ) -2-yf-;U-3- (2- 
^^;^-4 -y h^v-^^n/U) -6, 7--yt Ko-5H-y^P^>^ 

20 [d] f^n [1, 5-a] t°y5v>>\ 

(124) 8- (N-v^ d^d tVl—N- (4-7;V^o7x-;k) y 9vl^7 
5;y) - 2 - y ^/U- 3 - (2-^nn-4-^^77i^) -6, 7 
-^tKo-SH-^n^ [d] fr/n [l, 5-a] t o y^v^ 

(125) 8- (N-^n tVU- N- (2-7^to7x-^) ^W^/) 
25 -2-y5vV-3- (2-^f^-4-^l>^y7x-^) -6, 7-^t 

KP-5H-y7o^^ [d] t'r/'o [1, 5-a] t°y ^v>>\ 
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(126) 8- (N-^o kVv-N- (3-7^B7*5^) Z^A-X^y) ' 
- 2 -^fvW- 3 - (2-^f^-4-^ h^>7a^) -6, 
Kd-5H-^o^ [d] fr/o [1, 5 -a] fUSv^ 

(127) 8-v i ^^n7 f DhVMW^-2-^^-3- (2 T ^nn 
5 -4 h^fi/^ai-y^) -6, 7-^tKn-5H-^n^ [d] 

t'^y'D [i, 5 -a] t c y r^V, 

(128) 8- (N-^f/V-N-7°n t e AT ^ J ) - 2 - y ^/V- 3 - (2- 

KV7i^) -6, 7-v>k KD-5H-^P.^y^ 
[d] f^/n [1, 5-a] fijv^ 
10 (129) 8- (N- is? p7p t°A7 ^ 7 ) -2-yf- 

A— 3- (2-^do-4-^ f^->7x^) -6, 7-C/kKn-5H 
-v^d^V^ [d] t c yy c n [l, 5-a] tfJJ^v^ 

i 

(130) 8- (N- (2-7"^^/U) -N-yn tVl^T 5 J ) -2-y^A- 
3- (2-^n-4-^ Y*?s7aL~;V) -6, 7 — V s t Fd-5H— > 

15 ?us<y? [d] k'^y'n [1, 5-a] fc'LUv^ 

(131) 8- (N-^A- N- (2-^h^v-^^A) T^y) -2-^f 1 
A- 3- (2-^do-4-^K-77x-;V) -6, 7-i/tKn-5H 

[d] t'^y'p [1, 5-a] tfy^v^ 

(132) 8- (N-v^ d/p t c Ay ^A- N- (4-7;^o7x^) / 
20 ^A7^/) -2-^^-3- (2 -y^A-4 y^sy^—jV) - 

6, 7-^kKo-5H-^P^y? [d] k'^/D [1, 5-a] b° JJ 

->. ✓ ✓ N 

(133) 8- (3 — <y^-/UT^y) -2-^f;V-3- (3, 5-v^pp 
^1)^^-2-^/1^) -6, 7-v?kKo-5H-y^P^ [d] k°7 

25 y*n [1, 5-a] t°y 5 

(134) 8- (N-^f/U-N-xW? /) - 2 -> <^A- 3 - (2-* 
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• i, 

(135) 8-',(N-^.DyDk 0 ;Mf/WN- (4- h ]) 7 t^JV? 

5 i7-i?k'KP-5H-^n^^^ [d] b°7^P [1, 5 

- a j fc°y 

(136) 8- (N-^vvU-N- (2 -v^'fvl'T^/ni^Vl') 7% J) - 
2-^^- 3-' 4-7 R^v^a^/V) -6, 7-v^fcK 
b-5H-^'p.^ [d] fc°7y*n ,[1 , 5-a] t o y$v?y N 2 

10 (137) 8- (N-^^^vV-N- (2-i>?^/\s7^y^?sU) 7$y) - 
2-7^/k-3- (2-^dd-4-^^7x^) -6, F 
n-5H-^n^y^ [d] t°7/D [1, 5-a] t'Uv^ 2 

(138) 8-'(N- \2--f^=-)V) -W-=cJ->VT%J) -2-7^/1—3 

- (2-^7l'-4-^f^7i^) —6, 7-^tKn-5H-^ 
15 u^># [d] t'y/n [l, 5-a] 't°]J vv^, 

(139) 8- (N- (2-^=^) - N -rnfvVT ^ J ) ~ 2-^^/1—3 

- (2-^no-4-^ f^r^7i^) -6, 7-^kKn-5H-^ 

v^of [d] t^y'n [i, 5-a] t°y*i/y, 

(140) 8- (N, N-^7nt>7U) -2-7^-3- (2-^pp 
20 - 4- * Y*i/7 ^=-;V) -6, Kp-5H->7o^ [d] 

f^^p Ci, 5-a] t°y 

(141) 8- (N-yp fc°^-N- (4-v'7;7i=/l') T^A-T^/) - 
2-^f/l/-3- (2-^^-4-^ h^V7x^/U) -6, 7-v^tK 
p-5H-^d^ [d] kr/n [l, 5-a] 

25 (142) 8- (N-yPtVV- N- (3-7;l/tP7x^l/) 7 f'J^T ? 7 ) 
-2-7^-3- (2-^ p p-4-7 Y*i/7^~}V) -6, 7-v^t 
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I. 

Kn-5H-^ ; D^i['d] t e 7/:o, [1, 5 -a ] eu^y v 
(143) fi- l >^ok>7^-2-W-3- , (2, 5-^nn7i^ 
;V) -6, '7-^tFn-5H-^P^ [d] [V, 5-a] 

try 

5 (144) S -t?yb tVUT5 y - 2-y^/U- 3 - (2, 4-^dd7i = 
JV) -6, 7-"/kFD-5H-^Q^ [d] f^^P [1, 5- a] 

(145) 8 -S?^P tV^T^ 7 - 2-y^vU- 3 - (4-^f^7i=;V) - 
6, 7-^K'P'-5H-y7n^'[d] t^^'P [l, 5- a J 

10 *$?> x 

(146) 8 t e /I/T^ 7 - 2-y fvV- 3 - (3 -y ^vU7 ^^/l^) - 
6, 7-i?tKP-5H-y^^ [d] tyy'n [l, 5-a] \?V 

(147) 8 -^7°n tVUT^ y- 2-y fvl/- 3 - (2-^f;l/7x^) - 
15 6, 7-^tFo-5H-y^^ [d] ty/n [l, 5-a] t° Jl 

(148) 8- (N-^P tVV-N- (-<^y [d] 1, 3 -VOr^y? V- 5 

--f/i') y^/i^T^y) -2-yf L /u— 3- (2-^f^-4-^ f^y7 

^)V) -6, 7 — v'tt Kp - 5 H-y^ 7 p^^^ [d] k'^P [1, 5 

20 -a] t°y ^ i» s 

(149) 8- (N-yp tV^-N- (-Oy* [d] 1, 3 - v^^r y 7 >~ 5 

-JM y^r^y) -2-y^-3- (2-^0-4-^^7 

o^/P) -6, Kn-5H-y^o^y^ [d] t°7 s /p [ 1 , 5 

-a] k'P^^ 

25 (150) 8 - (3 -^>-^7^y) - 3 - (2-^Wi = 

/U) -6, Kn-5H-iy^P^^ [d] t°7^n [l, 5-a] 
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try 

(151) 8- (3-^yW5;) - 2 ~y ?vU- 3 - (3-^f^7x = 
/U) -6, 7-^tKn-5H-^n^ [d] [l, 5-a]- 

try 

5 (152) 8- (3— <>-^T^ 7) -2-^f-/U-3- (4-^Wx = 
/U) -6, 7-5?kKo-5H-^B^ [d] tfyy'u [1, 5-a] 

(153) 8- y) -2->?vU-3- {2- y=fjV=f-ir- 
4-y -6, 7-i?kKn-5H-^P^ [d] t c 

i 

10 7^n [1, 5-a] t'iUv^ 

(154) 8- (N-^^vW-N-^:? ayu \fjV^f-;VT ^ J) 

A- y y*ri/7^~;V) -6, K D — 5 H 

-S^P^* [d] t°^/P [l, 5 -a] t'!)?^^ 

(155) 8- (N-^^-^-N-i/^ o/n Vjvyj-jVT 5 /) -2-^ 
15 ;l^-3- (2-^od-4-^^V7i-^) -6, 7-5?tKn-5H 

-i/jrv^s* [ d ] t °yy- n [ 2j 5 _ a ] fy^^ 

(156) 8- (N-y^-N- (2-:/^=. AO T^y) -2-y^/U-3 
- (2-^f/U-4-^ b^>7x=;U) -6, 7-i?tKo-5H-^ 

[d] k'7)/D [1, 5-a] t°!)^v>>\ 
20 (157) 8- ( 3 -^V^VVT 5: y ) ~2-y^-3- (2-y^vU-4- 
7;UtD7*=^) -6, 7-v?tKn-5H-^o^ [d] k 1 ^/ 
a [1, 5-a] try 5v^ N 

(158) 8- (3-^W$7) -2-p«^-3- (2, 
7x=;l/) -6, 7-^tKo-5H-^n^ [d] [1, 

25 5-a] f 5 5 

(159) 8- (3-^fvWT$ /) - 2 - y 3 - (2, 
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i 



i/y^~M -6, 7-i?fcKp--5H-^n^ [d] \fy^a [i,- 
5 -a] try ^ v 5 ^ 

(160) 8- - 2-yfvl'- 3 - (2->?/M-n-4 ' 
-^f/k7i-/V) -6, 7-i>tKo-5H-^n^ la],¥yy* 

•5 ■ n [1, 5 -a] t°U * 

(161) 8- (N-^/V-N- {1-Zf?-~JV) T^y) 3 
- (2-^po-4^^1>^7i=;V) -6, 7-v?tKo-5H-^^ 

[d] t°-7y*n [i, 5- a] fJJ^v 5 ^ 

(162) 8- (3-^f^-2-^W5y) -2-y^r/U-3- (2-y 
10 fvW-4-y h^7i=;H-6, 7-v>fc Kn-5H-^o^[d]' 

t7V'D [1, 5 -a] t°y^v^ 

(163) 8- (l-^n^i/;nf;i/7?;) _ 2 - ^ 3 (2- 

i 

h^7i^) -6, 7-7kFD-5H-^P^ 
[d] t'7 v /o [1, 5 -a] H'V^^y, 
15 (164) 8- ^ J) ( 2 ^/V- 4 - 

^ KV7s=;v) -6, 7-^tKn-5H-^o^ [d] t°yy* 
D [l, 5 -a] t°U 5^ 

(165) 8- (2-^^/UT^y) -2-^^-3- (2-^^-4- 
y h*^y*~fr) -6, 7-v?tFn-5H-^B^ [d] k'y^ 

20 n [ 1 , 5 - a] t°]j * 

(166) 8- (1 -y h^->-2-^nt e ^T^y) -2-y^vU-3- (2 
-y^-4-y h3r$/;7:c=A0 -6, 7-^1: Ko-5H-^P^y 
9 [d] t°7>/D [1, 5 -a] fc°y^v^ 

(167) 8- (2-^-^^/UT^ y) -2-y^;U-3- (2-y^-4- 
25 ^ f^y7x^) -6, 7-i?tKP-5H-^D^ [d] t°7^ 

o Cl, 5 -a] t°y 
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I, 

i 

(168) 8- .(!,', 2, 3, .4^rh7tKPt7^V>-l-^^) 7^7 
- 2 - ^-'3 - '( 2 - ^ f 4 - x^;H -6, 7-v>t 
Kn-5H-;^t2^ [d] fc c 7.y*P [l,.5-a] t'lj^i?^ 

(169) 8- ( (IS, 2S, 3S, 5R) -2> 6' 6 - MJ y TVt^tfi/y 
5 p [3. ;i. 1], -Z-^-ff-tV) T^V^2-^^-3- (2-^fvU 

-4-y Y*^? ol~;V) -6, Kn-5H-^aXy^ [d] 

fy^/p [1, 5-a]t'y$^V N 

(170) 8- (3-^yf^7^) -2-^^-3- (2-yfvU-4- 

-6, 7-^tKn-5H-^n^ [d] t°yy*P 
10 [1, 5- a] t'y ' • 

(171) 8- 'O-^O-^T^y,) -2-yfvU—3- (2, 5-^}^ 
^7^^/W) -6, 7-7tKo-5H-^P^ [d] t°yy*P [1, 
5 -a] *i>y\ 

(172) 8- .(3 -^yf;U7 5 /) -2-y^-3- ( 2 -y h ;c 
15 ~/U) -6, 7-;7tKP-5H-^a^ [d] t°7 N /P [l, 5- 

a] t°y 

(173) 8- (N-^cfyU-N- (4-tFD^^7 , f^) T^y) - 2 - y 
^vl—3- (2-^f/I/-4-^ h^y7x^k) -6, 7-t>tKP-5 
H-^n^y^ [d] [1, 5 -a] t c y v7y 

20 (174) 8- (3 — <y=3-;\sT%J) - 2-^^/U-3- (2-y h^>-5 
— fyy°P tVl^^/P) -6, 7-7tFP-5H-^n^ [d] 
t°yy*P [1, 5- a] fc°y 5 v^, 

(175) 8- (3-^>-^T^y) -2-^f^-3- (2-^^-5 
-y;v^uy^-;v) -6, 7-v?tKD-5H-y^P^ [d] t°y 

25 yp [1, 5- a] t°D ^v>>\ 

(176) 8- (N-y^-N- (4-y/v^-py ztl—jv) y^r^y) - 
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• ' I, 

I 

2-/5vW3>- (2-^DP T 5-/, Y t ki/,7^ssM -6, 

. ■ . ' ■ 1 ' i 

P-Stf-fc^n^i'* [d] fc'^/n [i, 5 -a] t°y 

(177) 8-'' {Z-^-yj-JVT^ J) -2-7?f-/V-3- 5 
-^□7i=/^'-6, KD-5H : -^o-<y^ [d] t°7 N / 

5 o [1, ' 5^a 3 t°y ^v?>, " ' ' 

(178) 8- (N-^nyoWf^-N^ (4-MJ7^tn^f;U7 

'^f-A-7^/) - 2 -J-J-jV- 3 - (2-^an-5-n^>7 
i-^) -6., 7-,5?fc Kn-5H-^n^ [d] t 0 ^/n [1, 5 
-a] t°y *S?Ca ' ■ 
10 (179) 8-T (3 i: r^W5/) -2-^.^-3- (2-7<fvV-4- 
^7 7 7±^j -6, 7-v 5 ^ Kn-5H^B^ [d] t°y)/n 
[1, 5-a] k°y 

(180) 8-iN-^n tVU-N- (2-;* Y^S^f-jV) T X J) -2-* 
3 - (2-7pd-5-^ HJe->7x^) -6, 7— S?fcKn-5 

15 H-->^ [d] t°7^D [1, 5-a] hTySi^ 

(181) 8- (N-sifvV-N- (4-^^/^^-73in/U) ^f;I/7 5/) 
- 3 - (2-^no-4-> F^77i-/l') -6, 7-v^fc 
Kd-5H-^p^ [d] k°7^n [1, 5-a] 

(182) 8- (3-^W5/) -2-^f"/V-3- (4-^f-/U^7 
20 :*=A0 -6, 7-^kKn-5H-^o^ [d] t°7 N /n [l, 5 

-a] try ^v'y, 

(183) 8- (3-^yW5 7) -2-^^-3- (4-^W5 
7 7x^1/) -6, 7-^tKn-5H-^P^ [d] fc 0 ?;/* [l, 
5-a] t°y 

25 (184) 8 - (3 -^yW^7) -2-^^-3- (2-^nn-4- 
^f;W7x=:;l/) -6, 7-^kKa-5H-^P^ [d] t"y 
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y*p [1, 5- a] tf y §S?V % , 

I 

\ 

(185) 8- (N- (2-.* YZ-i/'azf-A,) — N — 

-2-^^-3- (2-^ t^v^rr.:^) -6, 7-5?fc- 

Kn-5H-^n^ [d] fcf^/n [1, 5- a] k'^v 5 ^ 
5 (186) 8- (N-/d^-.N- (5-^;V7 7y-2--f/V) 'ff-JVJ 
^7) -2-^f;V-3- (2-^an-4-^F^7i^) -6, 7 
-i?kKD-5H-'^n^ [d] t'yy'p [1, 5-a] 

(187) 8- (N-^y^-N-^^ n^o t>7 5 /) -2-^/1-— 3 
- (2-^nn-4-^ f^V7x=;V) -6, 7-^kKD-5H-^ 

10 p-^* [d] t°yy'u [l, 5-a] t°y$v>>\ ' 

(188) 8- (N-^D/P Wf^-N- (2 -t< h^v-^f-^) 

/) -2-^^-3- (2-^nn-4-y f^fV7i^) -6, 7- 
^tFo-5H-^P^ [d] k°7y'P [1, 5-a] t°y*py, 

(189) 8- (S-^i'TTUTS/) -2-^f;V-3- (2-^nta-4- 
15 ^n^7^-yu) -6, 7-^tKo-5H-^n^ [d] t°7 N /P 

[1, 5-a] t°y 

(190) 8- (3-^>f;l/7U) -2-7^/^-3- (2, 

-4 -7* h*ci/7 -6, Kp-5H-^p^ [d] 

t'^yv [i, 5-a] try$i?^ 

20 (191) 8 - i>7*f ;W7 5 / - 2 - ^ f ^- 3 - (2-^nn-4-^^ 
7 -6, 7-v?tKP-5H-v/^P^ [d] t°7 N /n [1, 

5 - a ] t° y 5: 

(192) 8-fcr* (2-7* h^v^xn^) T^y- 2-7^^-3- (2-^ 
an-4-y h^-^7^=^)-6, 7-yk KP-5H-^P^[d] 

25 f7 ^0 [ 1 , 5 - a ] f JJ 5! v 5 ^ 

(193) 8- (N-xf^-N-^ P7*n W W 
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I, 

-3- u~ 4->?> Y^i/y *~Jls) .-'6,; 7 — i?t Ko- 5H- 

^p^'[d]"k7^D [1, 5— a"] fcTJJS^ 

(194) 8.-+ '(N-Vy Pt^o tVW-N- (4-^7/7x^1/) 

7) -2-^^-3- (2 -y D n-4-/ x--/^) -6, 7- 

5 v'tFC-SH^^P^ [d] t°y>>P [1, 5-a] t°J} 

(195) 8- (N-i^ D7"P tVl^fvP-N'- (4-^7;7i^) 
^7 5/} -2-^^-3- (2-ynn-4-/- h^^7^-/W) -6, 
7-^kKo-5^-^P^ [d] k*7/n Cl, 5-a] t'lj^v 5 
>\ • ' ' ■ . 

10 (196) 8- (N-7'f/l'-N-^D7nW W^7) -2—}J-jV 
-3- (2-^ p Y$rV7 ^=-J>V). -6, Ka-5H- 

v^P^* [d] t c y N /P [1, 5-a] t°y$^> s 

(197) 8^(3 i-^sf-AsT % J) -2-^^-3- (2-^pp-4- 

15 t'yy'P [1, 5-a] t o y 

(198) 8- (N — 7°p tW— N— (2-7;l/tP7i^;v) y fyVT ^ / ) 
- 2-*^-)V- 3 - (2-y PP-4-y -6, 7— S?t 
Kp-5H-v^p^^* [d] t 0 ?y*P [l, 5-a] h°!J ^i^y 

(199) 8- (N-7p hT/U-N- (5-^W7xy-2-^) 

20 /i/7^y) -2-^^-3- (2-y pp-4-y h^y^-z^) -6, 

7-^tKP-5H-^D^ [d] t°7 7'P [1, 5-a] t° J) 5 v 5 

(200) 8- (N-yp tviz-N- (ft7ay-3-/f;i/) y *5")V7 5; y ) 

-2-^^-3- (2-^PP-4-yf=5ry7x^) -6, 7-S?fc 
25 Kd-5H-^p^ [d] k 0 7^/P [1, 5-a] fc'USv^ 

(201) 8- (N-xf^-N-yp fc^l/T ^ 7) -2-yf/W3- (2- 
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[d] t°yy*P [1, 5-a] t°y '^v 5 ^ 

(202) 8 - (3-^yf/^75y) - 2 -^fvV- 3 - (2-^no-4-. 
*;W^^;l/7i^) -6, Fd-5H-^p^ [d] t° 

i 

5 [1, 5 -a] t?y ^v 5 ^ 

(203) 8 - (3 -^<^^T5:/) -2-^f;V-3- (2-^DP-4- 
(N-^fvl^/W^^/V) y^-^) -6, 7-i>t Kn-5H-^n 

[d] t°7^D [1, 5 -a] t^v^, 

(204) 8 - (3-^yW5;) -2-^^-3- (2-^pp-4- 
10 (N, N— S^fVl'tf/W^^I/) 7x^) -6, Kp- 5H-. 

Wn^y* [d] [l, 5- a] fy^v^ 

(205) 8 - (N-^^vV-N- (4-7;^P7x=^) ^VWT 5 /) - 
2—t f-jV— 3 - (2-^od-4-^ f^ri/7i=;l/) -6, 7-v^fc K 
p-5H-^p^ [d] [l, 5- a] t^^v 5 ^' 

15 (206) 8 - - 3 - (2-^PP-4, 

Y*?s7ol~jV) -6, 7-^tKP-5H-^n^ [d] 

t°y y*n [i, 5 -a] t'y^^y, 

(207) 8 - (3-^>^T^y) -2-^^-3- (2-^pp-4- 
T^/y^AO -6, 7-ytKP-5H-^a^ [d] t°y;/n 

20 [1, 5- a] t°y ^v 5 ^, 

(208) 8 - - 2-^fvU— 3- (2-^pp-4- 
^W^7i^) -6, 7-^kKP-5H-^P^>^ [d] t° 

[1, 5- a] t°y ^v 5 ^, 

(209) 8- (3-^W^y) -2-^^-3- (2-*/l^/W-4 
25 f^77i=;V) -6, 7-v?t Kn-5H-^n^ [d] t°y 

y^n [1, 5-a] t°y5v^ 
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(210) 8- (3-^-y^/ls7%;) (2-v-Ty-4-' 
^ Y^ci/y ^z^;v) -6, 7-t/tKn-5H-V^DXy^ [d] M'yV* 
n [l, 5-a] t°y^ 

(211) 8- (3 °>9VU7^/) - 2-p<^- 3- (2-^^-4- 

5 ^ h^rv-^^^^) -6, 7-v>fc Ko-5H-V^o^ [d] t?7^ 

n [1, 5-a] t°y S^y, 

(212) 8- (4-^W5/) -3- (2-^BP-4-n^7i 
-/V) -6, Kn-5H-^n^y^ [d] t^^n [l, 5- 
a] fH^, 

■t 

10 (213) 8- (N, N-v^n K°;U7\ /) -3- (2-^pp-4-^^ 
->7i-^) -6, 7-v?tFD-5H-^n^ [d] f7/n [1, 
5-a] t°3) $v>> x 

(214) 8- / ) -Z-tf-jV-Z- (2-^h= J rv'^/^ 
7}?-^-4 -7* ^-^^^/l/) -6, Kn-SH-^n^y^ 

15 [d] tT^yp [1, 5-a] f!);v?>, 

(215) 8- (N-v-i^ P^n tVu-N- (2-7;Vtn7x^) **f-)VT 
57) -2-^^/1^-3- (2-^pp-4-^ h^r^i^) -6, 7 
-5?kKo-5H-^P^ [d] k^^D [1, 5-a] t°y^v>>\ 

(216) 8- (N-Wo^nWf^-N- (2-7yU^*n 7*=.yW) ^ 
20 W^/) -2-75VW-3- (2-^DD-4-^hdfi/7i=;>) - 

6, 7-i?tKn-5H-^a^ [d] fy^D [l, 5-a] try 

(217) 8- (N-^DyptV^f^-N-ynt'/l/T^/) -3- (2 

h^7i-;l/) -6, 7-v^k Kn-5H-^n^y 
25 * [d] t"^/n [1, 5-a] k°y$^V s 

(218) 8- (N-:/n fc'/v-N- {A-^f-;vys.^M t^-jvr^J) - 
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3- (2-.^ta,T3-4-^ Y*i/7*~M' --6,, 7-i?tKo-5H-V 
^n^[d'] t'r/p [1, 5-a]'':t°n^ 

(219) 8-' (N-^i>V/V-N-^ pVd tVM^T^/) -3- (2 

5 * [d]:t'7y,P [1, '5- a] 5'.^ 

(220) 8- (N-v^ n/n tVV^f-A—N- ' (4-^f;l'7x=/H ^ 
/l^T^y) -3- (2-^nn-4-n^>7x^) -6, 7-S?fcK 
D-5H-^n'^y? [d] [1, 5- a] fcTJJSS?^ 

(221) 8- (N-^u tT/l/-N- (4-7;^P7i^) ^^vKTSyO 
10 -3- (2-fPP-4-^^7i^)— 6, 7-i?tKn-5H- 

v-^n^^ [d] t°7/p [i, 5 -a] try 5'^^ 

i 1 1 

(222) 8--^V^o7 6 at°/>^^/l'T^y-3- 

*/7x.=L)V) -6,' 7-^kKn-5H-^P^ [d] f^/o [l, 
5 - a ]• .fcT.9 § 

15 (223) 8 - (N-V^ n^D t°/V-N- ( 4 i—^) ^W-; 

/) -3- (2-^pp-4-^^77x^) -6, 7-^tKP-5 
H— >^.o^^ [d] t 0 7y*n [l, 5-a] fcTJJ 

(224) 8 - (N-v/^pypWf^-N- (4-M)7/^n^f/I/7 

y^T^y) - 3- (2-^PP-4-^ Y**s7*.-fr) -6, 
20 7-i^tFP-5H-^P^ [d] t°7 N /n [ 1 , 5-a] t° D 5; v 5 
>\ 

(225) 8- (3 -^^/l^T^y) -3- (2-? uv- 4- * Y*i/7 x. 
~)V) -6, 7-v i kKP-5H-v'^^ [d] t°7>y*P [1, 5- 

a] t°i; 

25 (226) 8 - (N-v^ pt°d tW^f-^-N- (4-7;^n^aL-^) / 
^WT^yO -3- (2-^ npi-4-y Y5-i/7^~M -6, 7 
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i, 

Kn-SH-i/^t?^ 1 Cd] fcTy^cj ' [ 1.', 5-a] t°y *v>>\ 
(227) 8 - [ '\'3-^y^^T$./) -2-7<f-/P-3- (2- (1-T^A- 
-1-t.KnWxf/l/) -4-^ f^7xi;l/) -6, 7^kKn- 
5H-^P^i? [d].t e 7^n [1, 5-a] t°y^v>>\ 
5 (228) 8 -t(N-yn tVU-N- (4-> dV/^p^ W^rV7x^;V) 

i 

-6, 7-^kF0-5H-^n^ [d] t°7 N /n [l, 5-a] t c 

y 5 . . , 

i 

(229) 8 - (3 -^^/UT\ /) 3- (2-? *v-4- 
10 / h*'>7*^M -6, FP-5H-^n^ [d] fc'^y* 

p [1. 5 : -a'] fc°y 5S?^ 

(230) 8 - (3 -^^^7$y) -2-^^-3- (2-^h^^>-4 
-^^'f,y ^-5-^/^-6, 7—^t Ko-5H-^n^[d] 
fyyn [i, 5-a] kl v^, 

15 (231) 8~ (N^VfVl'-N-v'^ n^P \Ziv* s f->VT % /) -3- (2- 

h=¥V7^^/l^) -6, 7-^tFn-5H-^n^ 
[d] t°7^/P [1, 5-a] t°y^v?^ N 

(232) 8 - (N — :/n tf/U-N- (4 5^:7 31^^) ^f^7$;) - 
2-^^-3- (2-^nn-4-n^7i^) -6, 7-i*fc K 

20 P-5H-^o^ [d] t'y/n [1, 5-a] t?y^v>>\ 

(233) 8 - (N-^nfcW-N- (4-v/7;7x^) ^^T^/) - 
2-7«f-^-3- (2-^ P h^risyx.—M -6, 7-v 5 fcK 
p-5H-^d^ [d] fy/P [1, 5-a] k°y ^v 5 ^ 

(234) 8 - (N-^n7*DWf^-N-^f;V7^) -2-^fvV 
25 -3- (2-^PP-4-^ Y^i/yaL^jV) -6, 7-v J tKP-5H- 

^P-O* [d] t^/P [1, 5-a] t°y$-^ N 
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(235) 8 - (N-xf;l/-N-n-/f/l/7^;) -2-tKn^Wf;K 

i 

-3- (2-^f/V-4-tKn^>7i^) -6, Kd-'5H 
-i/fv^y? [d] fc c 7/o [1, 5- a] t°y^>\ 

(236) 8 - (N-^^^-N-n-^/l/T^y) - 2 - t K P * v^>/V 

i 

.5. -3- (2-yf^-4-^.Kdrv/7x-/t/) -6, 7 - i?K Kn - 5 HV 
Cd] t°7 N /n [1, 5- a] t'^v^ 

(237) 8 - (N-yc? \f)V- N- (2-^ h * W 5 / J^vl") 75 V) - . 
2-^/U-3- (2 fvl'- 4 b^v^o^/lT) -6, 
n-5H-^D^ [d] f^/n [1, 5 - a ] ' t° ]) $ v 5 ^ 

10 (238) 8 - (N-a:^-N-n-yf-/VT^/) 

t 

(2-^^-/I/-4-p< b^i/7^^/1/) -6, 7-i^fcKP — 
5H-^n^ [d] t c 7^D [l, 5- a] t'^v^ 

(239) 8 - [ (2S) -1 -t Kn^W $/7'^y-2-^^] "' 
2-^^/U-3- (2-^f/l-4-^ f^f^7x-^) -6, 

15 D-5H-^o^ [d] fc°7 N /P [1, 5-a] fc'y^v 5 ^ 

(240) 8- [ (1 S) - 1 -v-T/yn tVl^T ^ /] -2-^^-3- (2 
-^f;P-4-^ f^i^) -6, 7-^tKn-5H-^n^y 
$ [d] fc^VP [1, 5-a] t°y5v^ 

(241) 8- (N-^f^-N-n-7*W^) - 2 — >7V - 3 - (2 
20 ^vW- 4 b^rv-^ct^^) -6, 7-i/tFn-5H-^n^y 

9 [d] k'^/P [1, 5-a] fy^v^ 

(242) 1 -v-T/- 2-^^-8- (3— <yW^/) -3- (2- 

h^^7x^/U) -6, 7-^kKn-5H-^n^ 

[d] t°PP [i, 2- a] tryss?^ 

25 (243) l-^7y-2-^^-8-i>7DW^y-3- (2-^on 
-4-^ K^i^) -6, 7-'7tKn-5H-^n^y^ [d] 
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i 



t°pn [i, 2- a] t°y $v<y, 

(244) 2, 3 - (2-^^-4-^ 

-6, 7-^tFo-5H-^o^ [e] t°a D [2, 3-' 
b] v>>\ 

5 (245) 2, Z-V^J-tV- 4-^jVD;V}$=l;VT % J -1- {2-^^)V 
Y*<y7^~;V) -6, Kn-5H-^n^ [e] 

t°np [2, 3-b] \?Vi?>, 

(246) 2, 3 -v J ^^-4-7 P nkVl/T^y- 1 - ( 2 ^V^- 4 - p< 
Y**/7 3L~jV) -6, 7— S?fc Kn- 5 H-->^ [ e ] tfn n [2, 

10 3-b] t°Vi?>, 

(247) 2, 3 -i?*3-ju- 4- (N-xf-;^;^^;i/-N-yo fcV^T 5 
7) -1- (2-^f/l/-4-^ f^^7x=;V) -6, .7-i?tKo-5 

i 

H-i/?v<l/? [e] t°nn [2, 3-b] t°!Jv^ x 

(248) 2, 3 — As- 4-v ? 7 p n W5</- 1 - ( 2-* fvW- 4 - 
15 ^ f^r^x^) -6, 7-5?kKo-5H-^B^ [e] t°P n 

[2, 3-b] t°y^> N 

(249) 8 - (4-^W5/) -3- (2, 6 - i?t ^JV- 4 - * h 3r 
v-7^^-^) -6, 7-^tKD-5H-i/^0^ [d] tf?y*n [l, 

5 - a] try 5v>>\ 

20 (250) 8 -^7nt>7;;-3- (2, 6 -v^ ^/U- 4 - /■ b # iX7 a. 
~/V) -6, 7-^kKn-5H-^D^ [d] ty/o [l, 5- 
a ] t c y § 

(251) 8- (N-^ p/o t/Mf ^-N-T'o W $ ;) -3- (2, 

6- ^f;l/-4-^}>^7i^) -6, 7— 5>fc Ko-5H-^n 
25 [d] t^7/o [1, 5- a] fy^v^ 

(252) 8 - (N-^y^-N-i/^nyp tVM^T^7) -3- (2, 
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• !, . 

F^7s^) -6, '7r^kKP-5H-^D 
G'd^tf^P [1., 5 -a] fy'^v^v ' 

(253) 8 - (N-^/n^n kVM^/U-N- (.4-^Wi?/Mf;l/j 
T^y) -a- (2, 6-^f;i'-4-^F^'7i^) -6, 7— 

5 tKn-5H-^p^ [d] VyV&'il, 5- a] tlr^y s 

(254) ' 8- (N-^d tVl>-N- (4-7;^D7x^;Mf^) T5/) 
-3- (,2, ( 6-^f/l'-4-^F^v'7 , i^) -6, 

. 5H-^n^> [d] t°^/p [i, 5 - a ] t°y ^i?^ 

I 

t 

(255) 8 --^>^.n^nt°/M^T^y-3- (2, 6 -v^^- 4 - 
10 ^ h^i/7i^/H - 6, 7-^k Kd- 5H-^o^^, [d] 

p [i, 5i-'a] try 

(256) 8 - (N - 7'f ^- N - n 7°n t>^ f /l/J ? 7 ) -3- (2, 
6 -Vtf-Jl'-A -J- "h^i/y^—M - 6, 7-i^t Kn-5H-^n 

[d] tr^y* [1, 5 -a] t°y^^ N 
15 (257) 8 -. (N-;77n^o Wf;7-N- (4-7;^n7i-;U) * 
fvVTS/) -3- (2, 6-^^-4-^ h^V^3i=^) -6, 7 
-7tKo-5H-^P^ [d] t°7 7'0 [1, 5- a] 
(258) 2, 3 - v'^ f 4 - (N - if ;l--N -^7f^7 5 y ) - 1 - ( 2 
4 h^y^—M -6, 7-7kKn-5H-^nXy 
20 [e] k°D D [2, 3-b] fc° J? i^^b3I«*L5fi*<DfEffl 1 KHEfc© 

l 8 . ik&VotiK 

(1) 8- (3-^<>^T^y) - 3 - (2-^^-4-^ 

25 h**sy*--M -5, [3, 4-d] t 0 ?y'p [1, 
5 -a] fc°D 
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(2) 9- (3-* <>-fvUT^/J -6-^^-5- (2-^f/W4-^' 
h^fi/7x=/l/) -2, [3, 2-d] [l, 

5 -a] t°y 

(3) 8- - 3 - (2-^f^-4-^ 
'5 h^v^zn-^) -5, KD-7P [3, 4-d] b^/n [ 1 

5- a] ^v^ s 

(4) 9- -6-^^-5- (2-^^/V-4-7< 
b^v^^c^) -2, 3-'^tFo-7o [3, 2-d] [1, 
5 -a] t°y $*?^ N 

10 (5) 9- -6-^f-^-5- (2-^^-4-^ 

y*i/7 -2, 3-i^t Kn-t°n n [3, 2-d] t'yVu [ 1 ,' 

5 -a] h°y 'S?^ 

(6) 8->ry7 P Dk c ^T^/-2-^^-3- (2-y^-4-^h^r 
i/7x=/I/) -5, 7-i?tKn-7D [3, 4-d] ^7/0 [l, 5- 

15 a] t°y 

(7) 8- [ (2 S) - 1, 1 -i?* f^V^^y- 2-"tW] 7^-2- 
^f/V-3- (2-^;V-4-^Ki/7i^) -5, 

7D [3, 4-d] k^y'n [1, 5-a] t°y^^>, 

(8) 8- (1, 3-v^ h^r^ya/N 0 ^- J-2-/^/U- 
20 3- (2-^^-4-^ h^ci/-?*-/^) -5, 7-5?tKo-7o [3, 

4-d] f7/o [1, 5-a] h'y^v 5 ^ 

(9) 8 -If* Y**/=c-7-JV) 75y-2-^f/U-3- (2-^f- 
^-4-^KV7i^) -5, 7-v>kKn-7D [3, 4-d] 

y*n [l, 5-a] t°y :> v^, 
25 (10) (5RS) - 8- (3-^W^;) -2, 5-v^^A~3- (2 
-^^-4-^ -5, 7-v^kKD-7P [3, 4-d] 
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• I, 

I 

t°7>/p C.i,''5-a] t'.y ^y N .' •• . 

(11) 8 tr {£r^^;VT^;) -2 -^^^-7,3 - 4-/ 
Y*y7=-^M -6V 7— ^kKn-t'BD [3, 4-d] t°7j/n [l, 

5 -a] tryss?^ • . • 

5 (12) 8^ (N-7°ci tVP-N- ( 2 - fc.,K'D» =¥^^) T5:y) -2-* 
^•/V-3- (2-?J-/U-4-* h*i/.7^~/U) -5, 7-^kKP-7 
D [3, 4-d] f7/n [l, 5- a] t°'y^v^ 

(13) 8-^P7 P nt°'7l/T^7-2-^^-3-.(2-^^-4-^ h 
^y-7^=-jV) '-.5„ 7-i?t.Kn-7n [3, 4-d] f^/P [1, 5 

io - a] try § ■ 

(14) 8 -^N-^f^-N-^D^c fcVVT 5 7) - 2 ^/W- 3 - (2 
-^/i/-4-^F^7i^) -5, 7-v?k Kd-7d [3, 4-d] 
tf7/ti 5- a ] t'^v^ 

(15) 8- 0 (2R) -1-^ Y*r*s7$^-2-4 )V\ T X J - 2 - )V 
15 -3-(2-^f/l/-4-^^V7x^)-5, 7-^fcKD-7P [3, 

4-d] fyi/p [1, 5 -a] k 0 y^v>>\ 

(16) 8- [ (2R) -1-/ Y**y-?$^-2-<l )V\ -2-*7->V 
-3 - (2-^^vl— 4 -7* b^rv^^/i/) -2, 3-v>tKP-7c[3, 
2-d] Vvlfu [1, 5- a] fc'y^v^ 

20 (17) 8- (N-v-^ n^atVM J-JU-N- (4-^f;l/7i^) 

T^/) -2-^^-3- (2-y^A—4-y -5, 
7-^tKn-7D [3, 4-d] t'r/n [1, 5-a] t°y^v^ 

(18) 8- (3-^^fv^T^/) -2-p»?vU-3- (2-7nn-4-x 
b*^7^-/U) -5, 7-^kKD-7D [3, 4-d] M°7V*xi [ 1 , 

25 5 - a ] t° y ^ 

(19) . 8- (N-v-y pyntVl^-N- (4 -y =f-;Vy tf-jVT^J) 
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-2-^f^a 7i (2^'op-'4-^ Y^i/y -5, 7-v>t 

Kd-7d'\S, 4-d] fyyp [1, 5-a] Wy$S^ N 

(20) 8 - ON -i d/d tVM fvl'- N - ( 4 - ^ ^/H7 :r. ^ f/V 
7^/) -2-^^-3- (2-^DD-4-n^7x^;l/) -5, 

5 7-S?fcKn-Vn [3, 4-d] t'^Vn [1, 5-a] flUv^ 

(21) 8- (N-^nbVU-N- (4-?^p7j^) *f7VT5>0 - 
2-^f;^3-.(2-^D-4-n^7i^) -5, 

n-7n [3, 4-d] fr/n [l, 5-a] tlv^, 

(22) 8- (N-^oypWf/K'N- U^^/V^T 7 ^-^) ^ 
10 J -".2-^^-/l^-3- (2-^DD-4-^h^7s=;V) ~ 

5, 7-^tFn-7n [3, 4-d] H'y^u [ 1 , 5-a] fcT JJ ^v 5 ^ 

(23) 8- (N, N^-v^p tVUT^y) -2-^^-3- 

4- t V^y^^jV) -5, 7-v?tKn-7o [3, 4-d] fcT^s/n 
[1, 5-a] fjlz-v^ 

15 (24) 8- (N, N-^y^/VT^y) -2->^/V-3- (2-^oo-4 
h^->7^=/U) -5, 7-^tKo-7o [3, 4-d] t'7 N /n [1, 

5- a] - try v7>, 

(25) 8- (N-yPtV^-N- (4-^f;l'7z^) tf-AsT^J) -2 
-^^-3- (2-^PP-4-^F^77i=^) -5, Kp 

20 -7P [3, 4-d] t'yV'v [l, 5-a] tT U 5 

(26) 8- (N-7f^-N-7P fcVKT^ /) -2-^^-3- {2-? 
PP-4-n^77i=/l^) -5, 7-v?kKP-7P [3, 4-d] t c 

[1, 5-a] h°y * S?^ % 

(27) 8- (4-^y°^/U7$y) -2-^^-3- (2 p n- 4 
25 h^v^^-A-) -5, 7-7kKP-7P [3, 4-d] K°y-Jv [1, 

5-a] try 
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(28) 8- (N-^-N-xW^y) -2-f 3 - (2-^P 
P-4-^f^7s=/l/) -5, 7-v/t Kn-7a [3, 4-d] k°7 
y*n [l, 5-a] b°y 

(29) 8-^n7ntVMW-;y-2-^;l'-3-(2-^np- 
5. 4-^h^i/7i^;l/) -5, 7-i?kKo-7D [3, 4-d] k"r/f 

[1, 5-a] t°y 

(30) 8- (N-v^ nynfcVMfvV-N-:/* fcVUT^ /) -2-^fvl^ 
-3- (2-^cd-4-^ b=3f-v-7ai^/U) -5, 7— S?fc Ko-7n [3; 
4-d] t°7 N /P [1, 5-a] fc°y^v>>\ 

10 (31) 8- (N- (2-7*?-~/U) -N-7"n tT/l'T 5 7) -2-^^-3 
- (2-^dp-4-^ h^r^x-A') -5, 7— Ko-7n [3, , 

4- d] f^/P [1, 5-a] try*5?^ % 

(32) 8- (N-^/l'-N- (2-^ h3rvo:fvl-) T $ / ) -2-^/U 
-3- (2-^nn-4-^ y*ci/7 ol=.;V) -5, 7— S^t Kn-7n [3, 

15 4-d] t°?y*p [i, 5-a] 

(33) 8- (N-7°P tVl'-N- (4 - hi) 7;^P^f ;^^-i/7x^) 
tf'fl'T^S) - 3- (2-^nn-4-^ h^i/7x^) 
-5, 7-v J tKP-7P [3, 4-d] t^/P [1, 5-a] hTJJSS? 

20 (34) 8- J) -2-/ f-JU- 3 - (2-ypp-4-^ 

h^v^ -5, 7-i?tKB-7n [3, 4-d] fc^/u [1, 

5- a] t°y ^ v?>\ 

(35) 8- (N-W p^p tV^y 5 7-N- (4-7/^p7i^) 

^fvKT^y) -2-7«^-3- (2-^PP-4-y h^V7cc=/V) 
25 -5, 7-i?tKB-7D [3, 4-d] fc°7/a [l, 5-a] bf ]} * 
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(36) 8- (N — <>vVW-N T \ 2-^^f-JVT% /i^) T^y) -2' 
-y^/U- 3 - (2-^PH-4-^^7i^V) -5, 

[3, 4-dJ t'r/n [1, 5- a] t^v^ 2 

(37) 8- (N- (2-^f--^) -N-xW^) -2-^f-/p-3- 
■5 (2-^ dd-4 -y h^-yy^^M -5, Kd-7o'[3, 4 

-d] t°yy*P [l, 5 -a] k°y$v^ v 

(38) 8- (N- (2-^f-^^) -N-^B^PWW5y) -2 

(2-^nn-4-^^>7i^) -5, 
-7D [3, 4-d] t°yy'p [1, 5-a] tlr^, 
10 (39) 8- (N-v-y n^n.f/V-N- (4 -^f;Vf*7a=^) 7* fA/T ' 
%J) -2-7<^-3- (2-y PP-4-y b^v'y^-Zl') -5, 7 
-i?tKP-7D [3, 4-d] k'7^P [1, 5-a] t c y$i?^ 

1 

(40) 8- (N-^ptvu-N- (4-^f;vft7i=;i/) yfy^T^y) 
-2— ^^VW- 3- (2-^nn-4-n ;3 f^7j^) -5, 7-^t 

15 KP-7D [3, 4-d] t°7/o [l, 5-a] t^v^ 

i 

(41) 8- (N-^D7°ot>-N- (4-7;Wto7xx;V) 

/) -2-^fW-3- (2-^DD-4-n^77i^) -5, 7- 
i?tKn-7P [3, 4-d] t°yy'p [l, 5-a] fcfyss?^ 

(42) 8- (N-T'atVU-N- (3-7;VtP7i^) ^W^y) - 
20 2-y^7l/-3- (2-^PP-4-n^7x^) -5, 

p-yp [3, 4-d] t°yy*P [i, 5-a] fy^v^ 

(43) 8- (N-y^PtVU-N- [d] 1, 3-my77~5- 

-fAO T^^r^y) -2-y^-3- (2-y pp-4-y b^^yycr. 

~M -5, 7-v^tKP-yn [3, 4-d] t°yy*P [1, 5-a] t° 
25 V 5 

(44) 8- (N-^^-N-^p7p VAstf-frTX y) 
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! 

t 

!, 

-3- (2-^',nn-4^^>^v'7x^) -5, 7-v*k Fn-7P [3, 
4-d].' 5-a] VV *&>J .\ < 

(45) 8-,'(N-MkN- 7 5:7) -2-^^-3- 
(2-^DP-4.'-^Ki/7i=;V) -5,' : 7 -f-i^M Ko-7n [3, 4 

5 -d] tf'^P, [1, 5-a] ¥})*i>.y^ 

(46) ' 8 - W% p 7° a fcVV* ^/^T ^ y - 2 - ^ ^yV- 3 - '( 2 - ^ 
4-^ ^^7ol=>U) -5, Ftl-7D [3, 4-dT t°7y'n 

[1, 5-a] bfy^v^ 

(47) 8- (N--?f-/V-N-=z^j]/T\y) -2-^^-3- (2 

10 /U-4-^' h^S^i^U) -5, 7-v?kKP~7a [3, 4-d]fc p 7 

y'p : "5— a] try $i?y v 

(48) 8- (N-yf/l/-N-7 P P tVkT? /) -2-^^-3- (2-y 

h^f^7i^) -5, 7-v ! kFn-7n [3, 4-d] t c 

I 1 t' 

bp- 

yVn ci,, 5-a] try ^ v>>\ 

15 (49) 8- (N, ' N-v^n tVl'T^ V) -2-^^-3- (2-^^-' 
4-p< y5rV7*-~>V) -5, 7-i?kKo-7B [3, 4-d] fc^/P 
[1, 5-a] 

(50) 8-tr* (2-p< J^vo^VV) 75^-2-^^-3- (2-^p 
P-4 — * Y$r*/7x.~)V) -5, 7-i?kKn-7D [3, 4-d] t*7 

20 y*P [1, 5-a] tfJJ *S^ % 

(51) 8- (N-^^l^-N- (4-7;V^P7i=/V) ^f^7^) -2 
— *?vV— 3 — (2-^po-4-^ b^>7^^) -5, 7-i/tKP 
-7P [3, 4-d] fc°yy*P [1, 5-a] b c y$v^ N 

(52) 8- (N-:/fvV-N- (4 -7;^P7x=^) y^T^y) -2 
25 -yfvW-3- (2-^^-4 f^rv-7oi^/U) -5, Kp 

-7P [3, 4-d] fc°yy*P [1, 5-a] fy^v^ 
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i 

i, 

i 

(53) 8- (N^T^-N- -(Z-yfrUM ,T --/) -2-^^-3- 
(2-^> 1 4->h^7x=;l/) -5, 7-5?k KB-7B [3, 4 

-a] ''"5-8] t°y $S*1^ I 

(54) 8- (N-^O^KN- (2-^y/l>) 7 5/) -2-^5^-3 
5 - (2-^;V i 4-^F^rv'7i^) -5, 7-i?tKo-7B [3, 

4-d] k'7^:[l, 5 -a] fc?y$-$?i/ x . 

(55) 8-- (N— 7"n tf/V— N— ^f;i/7 5/) 
- 2-^3-/V- 3 -, (2-^f/k-4-^f^^7i^V) -5, 7-i?fc 
Kn-7P [3; -4'-d] k^/n [l , ' . 5 - a ],. fc° y 5 i»\ 

10 (56) 8- (N-y'ntVU-N- (-<>y'[d] 1, 3-^7 7^-5- 
>f/l") ^f-^VTky) -2-^^-3 - '(2-^^-4-^ KV7x 
-/W) -5, >'p-7d [3, 4-d] fcf^/a [1, 5- a] fc° 

Kv?^ * '«' 

(57) 8- (N-^y^-N-^o7o t>/f^7; /) -2-^fvU 
15 -3- (2-^77^-4-* h^v^cn^/P) -5, Ko-7c [3, 

4-d] t'^P [1, 5 -a] fc'y^v 5 ^ 

(58) 8- (N-v'^D/BtVMf/l'-N- (4-f!)7^tn^f;V7x 
-/W) ^W5 7) F^>7i 
=/U0 -5, 7-v?kK0-7D [3, 4-d] t^y'n [1, 5- a] t c 

20 y 5 v?>\ 

(59) 8- (N-^B7*Pf;M^-N- (4-M)7;^p^Wi 

*<?)VT%J) -2-^^-3- (2-^^-4-^ 

-5, 7-'7kFP-7P [3, 4-d] t°7^n [l, 5-a] t° 

y 5^ 

25 (60) 8 - (N-T'PfVl'-N- (4-^77 7x^) ^f/P75 7) -2 
-^fvV-3- (2-^^-4-^ f^>7s^H -5, 7— 7kKn 



425 



WO 02/053565 PCT/JP01/] 1581 



-7B [3, 4-d] \?7V*v [1, 5- a] t'U^v 5 ^ 
(61) 8- (N-v^ pT'p fcVl'-N- (4-7;^n7i^) /• f~J^T 5 
/) -2-*T/U-3- (2-? uu- 4-/ -5, 7-. 

v^Kn-^n [3, 4-d] t°7Vp [1, 5- a] t'Dv^, 
5 (62) 8- (N-iX^ p^p tVW-N- (4-7;^P7i^) 7 9vVT ".5 
7) -/• hdfv-^cc^/V) -5, 7 - 

i^t Ko-7n [3,, 4-d] tyy'n [1, 5-a] t°U ^v^y N 

(63) 8- (N-^P7°n t>/f;U-N- (4-7^o7i^;V) ^ ^ L 
/KT^7) -2-7^-3- (2->f^-4-^h^^/7i^) -5, 

10 7-^kKn-7o [3, 4-d] t^y'p [1, 5 -' a ] fl^v^ 

(64) 8- (N-7ntf;V-N- (2-7 h^rv-ccf-^) 75 / ) -2-7^ 
/U— 3 — (2-^op-4-^^>7j^) -5, 7-7tFn-7P 

[3, 4-d] fyy'n [l, 5- a] fc° y 5 . 1 

(65) 8- (N-yPtVl— N- (2~7 h^y^f-M 757) -2-7^ 
15 71—3- (2-7 fvW- 4-7 bdfv-7*=7U) -5, 7-i?fcKa-7D 

[3, 4-d] t°7^P [1, 5-a] tfJJ*5?>, 

(66) 8- (N-^^k-N- (4-^^71^) ^ W5 7) - 
2-y^vP— 3- (2-^pp-4~7 -5, 7-v>t K 
P-7P [3, 4-d] [1, 5-a] t'JJ 

20 (67) 8 - (N-rc^-N- (4-^W^7i=;V) 7^757) - 
2-7^-3- (2-75VU-4-7 hdf->7*=/l/) -5, 7-v^F 
p-^p [3, 4-d] t°7^P [1, 5-a] ^!)5v^ 

(68) 8- (N-^f-jU-N- (2-7 hdf^^W) 7 5/) -2-7 9VV 
-3- (2-7^-4-7 r3r*>:7*=/k) -5, 7-v^fc Ko-7p [3, 

25 4-d] t°7>/p [1, 5-a] tl r7>, 

(69) 8- (N-i/^ D70 W f ;U-N-7*p W 57) -2-79VV 
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I, 

t 

-3- (2vXf-yV-4-^ , h^v'7i=/V) -5, t 7-^FP-7P [3, 

[1, 5-a] t°y$.z>'y, 

(70) S-KN-^p tVW-N- (5-^W7y~ 2-^;V)7W5; 
7) -2-^^-3- (2 n p- 4 -y : h^^7^-7U) -5, 7- 

i 

5 v>t: KP-I7P '[3, 4-d] tyy'v'll, 5-a] fc^v^ 

(71) 8- (N-T'ntVW-N- (5-;tf;V'7 7>-2-^;l') ^5^7 5; 

i 

7) - 2-y fvU-r 3- (2-^f;W4-^ h^i/7i^) -5, 7- 
i>kKD-7P,[3, 4-d] fc°7y*P'[l, 5-a] fcTJJ 

i 

(72) 8- (N-^o7"nWf/l'-N- (2-y h ^v^fvU) 7 ^ ,/ ) 
10 -2-^^-3- (2-^f;V-4-^i.^7x^v) -5, 7-v?t 

f^D-7P' ,[3j 4-d] t'^y'P [l, 5-a]t°y$v^ N 

(73) 8- (N-^P fcVl^-N- ( 4 - hp 7^^" P ^ f ;^^r x 
y^vVT'^)'- 2-^ ?VV- 3- (2-y=7vV-4-y h^ri/7x=;l/) 
-5, 7-7tKn-7D [3, 4-d] h°yy\u [l, 5-a] t B !J5v? 

15 >\ 

(74) 8- (N-^ntVU- N- (4-7;^D7x-;V) ^^T^y) - 
2 -y 3 - (2-y^;V-4-y b^r^^^-^) -5, 7-v>tK 
D-7P [3, 4-d] t°7i/P [1, 5-a] t^v^; 

(75) 8- (N-^p7°p Wf^-N- (2-7^^/V) 7 ^ /) -2 
20 -y^-3- ( 2 -y ^-4-y Y*ls7 -5, 7-v^Kp 

-7n [3, 4-d] t°?y*P [1, 5-a] t^i?^ 

(76) 8- (N— (2-^ f^vo^/P) -N- {2-?^~M T$/) - 

3 - (2-^f^-4-^ F^7x^) -5, 7— 5?fc K 
D-7D [3, 4-d] t 0 7V'n [1, 5-a] I^H^ 
25 (77) 8 - (N— (2-y h^vcrf-/^) — N— 7S/) - 

2-y^-3- (2-^pp-4-^ f>^77x^;l/) -5, 
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P-7P [3, 4-d] t 0 ^y'n [1, 5-a] t'y^v^ 
(78) 8- (N — ^vvU-N-v^ p7°d tVV7 $ /) -2-^^-3- 
(2-^nn-4-^ f^>7x^) -5, 7-i>tf'P-7n [3, 4> 
-d] t c 7^/P [1, 5-a] t°.y$^ 

i 

5 (79) 8- (N-^y^V-N-^^P^DtVl/T?;) - 2-^f^-3v 
(2~/f-^-4-/ h^v-7oi^;l/) -5, 7-^kFn-7n [3, 4 
-d] k'yy'P [1, 5-a] tfJJSv^ 

(80) 8- (N-iX^ p/o fcVMfvP-N- (2-7 1> =^ v^5vl-) 7 5 7 )' 
-2~7fvU-3- (2-^nn-4-y fJr^xx/k) - 5, 7-v>b 

10 KP-7P [3, 4-d] t°^y*P [1, 5-a] fij'^v^ 

i 

(81) 8- (3-^yf;V7iy) -2-^^-3- (2, 

4 -7 h^rv^^^/l^) -5, Kp-7p [3, 4-d] t°7y*u 

[1, 5-a] t°]J 5 

(82) 8- (N->^ P7°p tVU-N- (4-->77 7i=;V) ^W^VO 
15 - 2 - 7 fv^- 3 - (2 D D- 4 -7 Y*~S7 -5, 7-v>t 

FP-7P [3, 4-d] t'7 7'o [1, 5-a] fc'Ij^v^ ' 

(83) 8- (N-^o7*d^-N- (4-v-T/^^^/I^) Jf-A^T^S) 
-2-/J-/U-3- (2 ~7 ^Vl^-4-7 Y*\/7 -5, 7— 5?fc 
KP-7D [3, 4-d] [1, 5-a] tfy^v^ 

20 (84) S-iZ-fJ-AsT^ S -2-*J-jV-Z- (2-7^-4-7 h^v'T 7 
^/k) -5, 7-^tKn-7D [3, 4-d] t^^P [l, 5-a] 

(85) 8- (N-xf ;l/-N-i/^ p/p kVM W 5 7) -2-7 5VU- 
3- (2-^DC3-4-^ h^vO^^U) -5, 7— 5?fc Kp-7d [3, 

25 4-d] t°y/P [1, 5-a] t^JJv^ 

(86) 8- (N-^/v-N-i^ p/p 1^7^7 5: 7) -2-7^/W- 
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3- (2-^f^-4-^h^7i=;V) -5, 7-S?fc Kn-7,P [3,' 

4- d] fc°yy*P [1, 5- a] t°])*i?>, 

(8?) 8- (N-i/y d^p fcVMfvl'-N- (4-i/7/7i^) ^fv^' 
75/) - 2 - ^ ^-/U- 3 - (2-^cip-4-^ -5, 
5 7-v : tFP-7P [3, 4-d] t°7 N /n [l, 5- a] tfij^v^ ■' 

(88) 8- (N-^pynk'/Mf/V-N- (4->7;7x^) y^/W 
T^y) -2-^^-3- (2-^f^-4-^^7i^) -5, 
7-i?tKn-7D [3, 4-d] t°7 N /D [1, 5-a] t^v^ 

(89) 8- (N-yn tVU-N- (^7^^- 3 -/fM ^/KTS y ) - 
10 2-^^-3- (2-^PP-4-^h= J fV7i^) -5, K 

p-^p [3, 4-d] k'y/D [1, 5-a] fJJ^v^ 

(90) 8- (N-"7°p hVP-N- (5-^Wt7«y- 1-4 )V) **f-;V 

i 

T5:7) - 2-^^yV- 3- (2-ypp-4-y h^f^7i^) -5, 
7-v i kKD-7D [3, 4-d] fc°yy*P [1, 5-a] t'U^v 5 ^ '' 
15 (91) 8- (N-7f ^-N-v'^ p7d tVM W ^) -2-yfvi^- 

3- (2-^pp-4-^ Y^-i/y -5, 7-7kKP-7P [3, 

4- d] t°yy*P [1, 5-a] t'y^v 5 ^ 

(92) 8- (N-7*fvV—N-v^ p7p fcT/l^ fvUT 5 7) -2-y^vV- 
3- (2-y fvl—4-y h^v^^^/V) -5, 7— S?fc Kp-7p [3, 

20 4-d] M'yVxi [l, 5-a] k'H^ 

(93) 8- (N-7°P tVl^-N- (^^-7cn>- 3— f/W) ^W5 7) - 
2-^^-3- (2-;*fyl'-4- ( * h^^^^^/W -5, 7 — v>t K 
D-7P [3, 4-d] fc'yy'n [l, 5-a] tfU^v^ 

(94) 8- (N-7*P fcVl^-N- (5-^5=-/^^-7^^-2— ^^-;V 
25 T^7) - 2 - y ^/P- 3 - (2-^^-4-y Y*i/7 ol~;1>) -5, 

7-v i kKP-7n [3, 4-d] tfyy'p [1, 5-a] fc°y^v^ N 
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' ■ • i, 

i 

(95) 8- .(N-yn tT/W-N- '(2-7Md7x^) ^f;U7 5/ ) - 
2 - ^ ff/W,^ ,3- - < 2 - ^ n n - 4 - ^ 5>7 .aid/v) - 5 , 7 - v 5 1 K 

u-yn [3, 4- aU t°7 N /n [1, 5 -a] H']) \i?> s 

■ ' . ' • 'I 

(96) 8- (N-T'ot^-N- (2-7;^G7x^) ^fvl'TS/) - 
5 2-^^-3- (2-7f^-4-X>#i/7x^) -5, 

o-7p [3,','4-d] [1,.5-a] kl>;^y, 

(97) 8- (N-xf>-N-7oW^;) -2-^^/1 — 3- (2-^ 

i t 

I 

Y**s7±~;V) -5, 7-^b'Kn-7n [3, 4-d] fc° 
?y'n [1, 5 -a] b°y ^ 
10 (98) 8- {N-^/U-N-yu^jUT^y) -2-^^-3- (2-^ ' 
pn _ 4 _.^ _ 5> 7 _^ tKn _ 7P [ 3> 4_d] t° 

7 N /n [1, 5— a] t°y 

(99) 8 - '(3-^y^T^y) -2-^^-3- (2, 
4-^ h^v-^oi^yp) -5, 7-v>t Kn^7D [3, 4-d] 

15 [1, 5- a] t°]J 

(100) 8- (N-^fv^-N- ^~)V) y^-tVT^J) - 

(2-^f-/U-4-^h^^yaL^/U) -5, 7-v>fc'K 
u-yu [3, 4-d] tfy^xn [1, 5-a] Ify^v 5 :/, 

(101) 8- (N-^fvU-N- (4-7;^D7x^) 5; / ) ~ 
20 2-^^-3- (2-^0n-4-^F^7i^) -5, 7-v?tK 

o-7D [3, 4-d] [1, 5-a] tfy^v^ 

(102) 8- (3— <yj-/\s7^J) - 3 - (2-^pp-4, 

h^i^^/V) -5, 7-^tKn-7n [3, 4-d] M'yV 
P [1, 5-a] t°U $v^ v 
25 (103) 8 - ( 4 -^y^/VT 5: / ) -2-^^-3- (2-^^-4- 
h^^^/I^) -5, 7-^kF'P-7D [3, 4-d] [1, 
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i 

i, 

1 

5 -a] t°U S'.S^, ■ ; , ' • 

(104) d'-'^tf, N-^dWv;) -3-'(2-^pd-4-^ h=¥ 
^x^'-C 7-?fc KD-7n [3, 4-d] k'^y'o'El, 5- 

a] t°y $>>>\ •••• ' : , ' 

5 (105) 8 - ( (N ± v'^ d^p hVMf ;U-N-/n t>7 ^ ;) -3- (2 

Y*ci/7^=.;V) -5, 7-S?t Ko-7D [3, 4-d] 
h'yyu'il; 5-, a] t°y ^ 

(106) 8- (N — 'S^^W-N-v^^ nj/n fcVM ^v>7 5 /) -3- (2 

t 

-^PD-4-^ h'^^^^^/V) -5, .7-^tKn-7P [3, 4-d] 
10 t c 7^P El, "5- a]' t°y ^ 

(107) 8 -r ' (N — X2~7vi fcVl^T* ^jV— N — (4 1 / f- 
/I'TS/) -3- (2 p p-4 Y*i/7aL-;V) -5, 7-v>t K 
p-7p'[3^ '4-d] t'^P [1, 5-a] t°y$v^ 

(108) 8- (N-"7°P fcVU-N- (2-7^^/1-). 7^7) -3- (2-^ 
15 pp-4-n : 'r'V'7x-;V) -5, 7-^tKP-7P [3, 4-d] fc c 

7/n [1, 5-a] t°y 

(109) 8- (N-^/U-N-V^ d7o tVM^T^ 7 ) -3- (2- 
^pn-4-n^77x^) -5, 7-7tKn-7P [3, 4-d] 
f7y'n [1, 5-a] t°y 

20 (110) 8- (3-^^/VT^y) -3- (2-^an-4-^^77x 
-5, 7-^Kn-7n [3, 4-d] M°yy'ti [ 1 , 5-a] t° 

(111) 8- (N-v-^ P7*P fcVM^-N- (4-7;l/tP7x-^) ^ 
W5 7) -3- (2-^pp-4-^^77x^) -5, 7 -v>t 

25 KP-7P [3, 4-d] fc°^/n [1, 5-a] t o y^v?^ N 

(112) 8- U-^fvKT^ /) -3- (2-* PD-4-^ b^^^^ 
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~M -5, 7-^tKo-7D [3, 4-d] t°^yn [l, 5- a] t° 

(113) 8- (N-^p tVl'-N- (4 ^ -. 

3- (2-^pp-4-^ -5, 7-v>fc Kn-7D [3, 
5 4-d] t°yy*P [1, 5 -a] -bTJJ 5: i/V, 

(114) 8- (N-yn k°/W-N- (4-7/^D7x^) 

-3- (2-^nn T 4-^ h^v^a-yU) -5, 7-v>fc Kn-7n [3, 

4- d] t 0 7V'D [1, 5 -a] tfU^y, 

(115) 8 - v^V7 P 7°P f;1^7 ? 7 - 3 - (2-^DP-4-^h^r 
10 U7^=-)\<) -5, 7-^kFn-7o [3, 4-d]"t°yyp [l, 5-, 

i 

..a] b°y ^v>>\ 

(116) 8- (N-v^ py"P fcVl^5v^-N- (4- MJ yAorpy^^y 
^^/W) y^T^y) - 3- (2-^np-4-^ b3->y^-/U)' - 5, 
7-^kFn-7o [3, 4-d] t°yy*P [1, 5-a] fc'll^v 5 ;/, , 

15 (117) 8- (N-^P/PtVv-N- (4-^^7oi=/U) *J-/VT^ 
y) -3- (2-^PP-4-^ h^7x^) -5, 7-^t'KP~7 
n [3, 4-d] t°yy*P [1, 5-a] t'^^y, 

(118) 8- (N — y"p t°/V— N— (4-^7/7x^) ^f;V75/) - 
2-y^vV-3- (2-y p P-4-y K'>7x^) -5, 7-v^tK 

20 p-7o [3, 4-d] t°yy*P [l, 5-a] t^^y, 

(119) 8- (N-'iy^PT'P tVW^^/U-N-y^/VT5 7) -2— 
-3- (2-y^-4-y l^v-y^^/l/) -5, 7-v*fc Kc-70 [3, 
4-d] fyyn [1, 5-a] t'U^v?:/, 

(120) 8- (N-^B7 , oWf;l'-N-^W5;) 

25 - 3- (2-y-pp-4-y zl-jV) - 5, 7 - v*fc Kn - 7 D [ 3 , 

4-d] fy/p [1, 5-a] t'Dv^y 
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(121) 8- (N-:/n tVU-N- {2 - * % J 7%y) -• 
2-/^-3- (2-^^-4-^ h*i/7x.~M -5, 7 - 9 Jt V 
o-7P [3, 4-d] t°7i/p [1, 5-a] t^Dv^ 

(122) 8- [ (2 S) - 1 5 7 7** 2 ->fyl/| T^J-2 

i 

.5 (2-^^yl—4-7« KV7i-/l') -5, 

-70 [3, 4-d] M'yyn [l, 5-a] t° U ^ 

(123) 9- (3-^yf-/^T^ J) -6-^^-5- (2-*7VW-4- 

/U) -7o [3, 2-d] f7 7'n [1, 5-a] t'.JJ ^ v> 

19. 

(1) 8-kKn^-2-^f;V-3- (2 -p«f-/U-4-^ h^v^c*- 
yv) -6, 7-^kFn-5H-^n^ [d] t°7 % /o [1, 5-a] 

15 fy^s?^ 

(2) 2- 7^/^-3- ( 2 - * fvl/- 4 - Y*i'7 3L~/V) -8 - [ (2 

5, 4R) - 4-p< h*i/- h^v^^vH^D y i - 

6, 7-^kKn-5H-^n^ [d] h°yy'n [l, 5-a] t°U 

20 (3) 8 - ( 1 , 2 , 5 , 6 -x h 7 t Ko t° ]) vvv) - 2-*=f-)V- 3 - ( 2 
-^f/l/-4-^ h^>7xn/l/) -6, 7-v?tKn-5H-^n^y 
* [d] [1, 5-a] t'JJ 

(4) 8- (1, 2, 3, 4-T h7 t Kn>f y^y V ^-2-JM -2- 
^^/V-3- (2-7«^-4-^ Y^i/'Px.—M -6, 7-^kKn- 

25 5H-v^n^>-^ [d] \?7V*v [ 1 , 5-a] t 0 ^^^ 

(5) 8- ( (3 S) -3-7* h^rWTvU-l, 2, 3, 4— r Ko 
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i 

i 

I, 
i 

7x-/,V) -6, '7-i?tKn-5H-^P^ [d] f^/u [l, 
5- a] t°y ^y-' 1 

(6) 8- (4-7x=;V*^7^y-l-^;k) -2-p<^-3- (2- ■ 
5 tf-fr-A-j- y^yy^—zv) -6,'„7-v/tKo-5H-^o^y/ 

[d] f^/n Cl, 5-a] tfJJS^ 2 

(7) 8- (4- (2-^an7i^) t°^y 1 -^/I/) -2-p<f- 

t i 

)V-Z- (2 -^'^/W^ 4 — ^ h^r '>7i-/V) -6, Ko-5H 
-v-^p-^ [d] [1, 5-a] k°y*v?>, 

10 (8) 8- (.3-jx }»S?is#/Utf=sji,- l,. 2\ ■ 5, 6 -7" b 7 t Kn t°y ' 
/W) - 2 3 - (2-^f/l/-4-^^i/7i=;V) -6, 7- 
^Fn-5H-^n^ [d] 't°7^P [l, 5-a] tfP5i?y s 

(9) 8- (3- (3-X?Vl'-l, 2, 4-^-^rf-v J Ty~-7^- 5-^^) 
-1, 2, 5, 6'-r7h7t Kni^5^v).-2-^f/V-3- (2-^f- 

15 /W-4-^ ^^7x=^) -6, 7 L '7kFn-5H-^n^ [d]' 
t e 7 x /P [1, 5-a] k°y 

(10) 8- (4- (4-^aD7i^) -1, 2, 5, 6-rf7tfDt° 
!)^) -2-^^-3- (2-^f;V-4-^ h^>7x=;V) -6, 
7-^tKo-5H-^n^ [d] tf^/o [1, 5-a] h°y 

20 ^ 

(11) 8- (3-^y^/^#5/) -2-^^-3- (2-*<?JU-4-* 

-6, 7-^kKP-5H-^n^ [d] t°7/n 
[1, 5-a] t°y 

(12) 8- (3-^V^^dr^) -2-^^-3- (2-^dp-4-^ 
25 h^ri^7i-/W) -6, 7-v ? tKo-5H-^n^ [d] f^D 

[1, 5-a] h°y *i?ls s 
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(13) 8- -2-^^-3- (2-^PDr-5-/ 
h*i/7*.~M -6, 7-^kKn-5H-^P^ [d] \?7V*n 
[1, 5- a] try 

(14) 8--f y^D fcVi^3^-2-^^-3- (2-^PD-5 r ^ h=2f 
5 i/7i-;V) -6, 7-^tKn-5H-^n^ [d] [i, 

5 -a] t°y * 

(15) 8-(l, 6— V/* 4-^) ^i/-2-^^JV-Z- (2 
-^nn-4-^^>7i^) -6, Kn-5H-^n^y 

* [d] t°y^/p [i, 5- a] try§s?^ % 

10 (16) 8 - - 2-^f^-3 - (2-^pp-5-^ F 

**S7^-A,) -6, 7-v ? t Kp-5H-^d^ [d] \?yV~X2 [i, 
5 -a] t°y 

(17) 8- {4-*^;V7x.~jV) -2-/^-^-3- (2-^^-4-^ 
Y*i/7 *.~;V) -6, 7-v>t Kp-5H-^ p^V* [d] fy^P 

15 [1, 5 -a] fc°y $v>^ 

(18) 8- (2, 4-v^nrn:7ai-7V) -2-^^-3- (2-^/P- 
4- ^ Y^ri/7 ^=-/V) -6, 7-^kF'P-5H-^P^ [d] t° 

?y*u [i, 5-a] t°y 

(19) 8- (3-F!J7^D^f^7x^) -2-^^-3- (2-^ 
20 ^/W-4-7< h=3rv-7^n^) -6, 7-v^fc Kn - 5 H- [d] 

[1, 5-a] t°y ^ 5?>\ 

(20) 8- (4-^ Y^yy^—jv) (2-^^7V-4- 
^ F^-^7i-;l/) -6, 7-^ Kp-5H-^p^>^ [d] bT^y* 

n [i, 5-a] try 

25 (21) 8- (3, 5-^PP7i^) -2-/f-A^-B- 

4-^h*->7s=^) -6, 7-i>kFP-5H-^P^ [d] t° 
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I, 

t 

7^/0 [l, 5 -a] t°y. ^.v 5 ^ . ' 

(22) 8,^- ,&,2, - >^V7 - 2 fvV- 3' - ( 2 - p< fvU- 4-^ 

h^v-y^/V) -6', 7-^.tKP-5H-^n^ [<j] 
[1, 5 -a] t°.y * . ; 

5 (23) 8;- tr* hdrv-^/^^/U) y ^'u- 2 -y 3 - (2 

;V-'4-^ ^V.7x=;V) -6, 7-.v>t Kd-5H-^'d^ [d] 
t°7^D [1, 5 -a] t°y 5v>>\ 

(24) 8- (l-^f^7^y-l, 3 -vbJ-^y- 2 --ffiV) - 2-/ 
^-3- (2-#?yW-4 -y f^->7^^) -6, Kb- 5 

10 H-V^n-<^ ,[d] t'yy'n [1/ 5- a] t°y^v>>\ 

(25) 8- : '('2,' 4-v ? ^-^y-,3 — -2-^^-3- (2-y 
^/V-4-y h*i/7^~/l>) - 6, 7-^t Kn-5H-^n^[d] 
f7^B, [l, 5 -a] try $ v>>\ 

(26) 8 -If* {aLY*?y%jVT$=.;\s) y J-jv- 2 -y J-;V- 3 - (2-yn 
15 n-4-y >*V7i=/l') -6, 7-^tF'o-5H-^D^ [d]' 

fyy'n [i, 5 -a] try*i?^ N 

(27) 8- (1, 3-t KB^y-2-7 t ot» 3- (2- 
^^7V_4_^ -6, 7-v?tFn-5H-^o^ 

[d] k°7y*D [1, 5-a] t c y 
20 (28) 8 - (1, 3-v^ b=¥v'-'2-yn tVW) -2-y ^-3- (2- 
^5vP-4-y fdrv-y 3i-7l/) -6, 7-^kFn-5H-^D^ 
[d] ty^/o [1, 5-a] fc°y$^y s 

(29) 8- (N, N-v^^^/V^^W^^/U^^/W) -2-y^;U-3- (2 
-y -y h^rv-y^-yl/) -6, 7-v?t KB-5H-y^B^> 

25 * [d] t°^yn [l, 5-a] If^i^y 

(30) l->7;-2-^f/>-8-t KndrV-3- (2-ynn-4-y 
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I, 
i 

1 

Ki/7i-;i/)-6, Kd- 5H-i/? [d] t°uu [i, 

2 - a ]" fcty * i>y^s«r^5»*o$5Ba i telttoft-g-*, *©ns#& 

i ■ , 1 

i 

t i 

5 2 0. 'fc#WK 

(1) 6-^^/V-5- (2-^^-4-^f^i/7i^) -9- [ (2 
S, 4R) -^4-7? h^i/-2-^ ^^fTHfn y v>^- \-4 >V\ - 
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